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hnk«] wmm 

[ft 1 1 




R 2._^ (ii) (III) ^SftS*. 

[ft 2] 

(CR3R<) nX R\ 

\ (CR 5 R 6 ) m x R 

(I I) (I I I) 

n : 1 3 (DlE^Co 
m : 1 2 tf>l$$Co 

X: CX S, N (R 9 ) > C (R 10 ) (R U ) ^5^51. 
R 3 , R 4 , R 5 . R 6 . R 9 , R 1 VR 11 :H-X^ot, 
-H ; -OH ; - O -&RTft*fl' ? 

mmt*nr^T%£^&MT»*fl< ; «iatiT^ttiJ:v>J/fn7^ s « 
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tiMT»*-a>i*mT»*v*y '• -COOH ; -COO-(»m*i- 
coo-«7^-^ s -coo-«tmi/>-ry-* s -coo-is 

-NHCO-fia7^ 5 Xtt^V. 

n^o ] 

[If #31 2] jfii/jN*«^?&*^»s»#«i©BSSI. 

[**«4] -«5* (IV) T?#an*2-TS/^T3^^Tl/-^W»*X 

Mss] 



Rys. h 



o 

R 2 :t*nui«-«* (id xt»-«* (in) -ea*sn*ai. 

] 

[ff#*5] R^amsnTV^^V^rt-^fc 1 ^ (I I 

) Tf3S%Sn«*T?*y, a#2T?*»J, m#2T?*y, X#N (R 9 ) , C (R 1 
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[0001] 

[0 0 0 2] 

(Graft Versus Host Disease: GVHD) ^0KiW*S. Z<D&&>. 
[0 0 0 3] 
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nsky K. et. al. f Nature, 369, 568-571, 1994) „ T P Ott-tT?KUfe/MRW 

b**U TPO©— «T*&£PEG-rHuMGDF (TPO0N»& 1 6 3f S© 
T ^ sWtifiHVx. , ?'l/y?V 3-^"CiiS*ife%©) ©*J*tt*K:fev^T, * 

SfDSi^^ffllKS^fe (Vadhan-Raj S, Semin Hematol., 37 (suppl. 4), 28-34, 

2000 fc*, Tpoa>ft&mmm&2tix^& 0 Tpotigenre&s 

[0 0 0 4] 

_b|B©j:e>^t^tbT^ 1 - 1 5 2 2 7 6*K1|B*©*> V5> 

T-Str>»»#, ffllK4*W9 9/1 1 2 6 2#lc8B«©TS/^tK^l/>»#* 

/0 9 9 6 7 #C«i©lin D*^r/-*««ft. #^1 0-2 1 2 2 8 9 
#lC|B^©fcl 0 On^x^^^U^>il#^ #^2 0 0 0-4 4 5 6 2 (CM® 

[0 0 0 5] 

BBBR^WIo l/o 7 4 2 3#K:tt, T»— JRsS (vi) -£^2ft£tt-£r 

[ft 4] 




(VI) 



(^tft©sa-^«> m<k#8#HS) 
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as # ■§> ^ y \/ u >vm<D ztgAimzm-rz nmmx^mm^m^ v> a r g# 

[0 0 0 6] 

BI^^O 1 /5 3 2 6 TIB-^ (VII) 

[ft 5] 

X 1 — Y— Z-W 1 (VII) 
[0 0 0 7] 

*fe, -UBBHR&IWO 1/0 74 2 3^, SMO 1/5 3 2 6 7 
ffiiC, ^^lC^S2-Ti/;VT^y^TV r -Mb^^ W«F3 1 9 9 4 5 
1 # K a 1/ S/* h * - yjk&tf* h U > 5MMM«W*I tbt, & S VMiChemical 
and Pharmaceutical Bulletin2 5#9-^2 2 9 2-2 2 9 9 S?iCtfafcffi<ft 

[0 0 0 8] 
[0 0 0 9] 
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[ft 6 3 

[5$ * ©IB# ©St* & a**. 

r 2_jka (in xit-«* (in) 

[ft7] 

(CR3R4) nX R 7 X 
x x N — N — 

\ (CR 5 R 6 ),/ R 8 

(II) (III) 

n : 1 £> 3 (D&WCo 

X: O, S, N (R 9 ) , C (R 10 ) (R 11 ) «atl««. 
R 3 . R 4 , R 5 > R 6 > R 9 . R^aktf^^H-XttHftoT, 
-H ; -OH ; -O — fBRTfr^fl' ; 

asnxwc* *vvru s w*ftTvvt%j:vvr9;i/*/i/ ; em^titvA 
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^T»>r-»i&mTn>*v*v ; - cooh ; -coo-ttW^;- 

COO-®ir^^ ; -COO-tiim^-T'J-/!' ; - COO-ffi 
-3T% nXttm#2#J:©S«T!fc*»^ C R 3 R 4 &tfC R 5 R 6 «**V?*l 

se>jc, jt«-** (i) x-*znz&'mm&mmmnx&&fo'bmm&M 

[0 0 10] 

(IV) Tf5%S*l&2-T2//l/r^^^r!/-^«# 



C^tff ©SB# ttBTF £> 

A r 2 : g& 3 tlT VxT % J: V% T U - A/« b < ttJ*UR3r#«^'T- n ^> 

R 2 :_tfB-flS^; (ID Xtt-JR^I (iii) X^H^ 0 ] 




(IV) 
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) T?*Sti**T?*y. n^2TJ»»J, si#2Tf*y, X#N (R 9 ) , C (R 

°> (r 11 ) ■e*awit»*J«-w (iv) Tfa%a*i«2-rs//bT5 

II) T!*Sft**T?*»K n#2T?*y, *#2**y, X#N (R 9 ) , C 
(R 10 ) (R 11 ) tf5%a*l**T?*6-tflB-«* < IV) f^W 2 ' 7 ^ 

[0 0 11] 

* S & * & i: *J * * • 
****** r«»j »icHf6<fcV.«y**«l-6<D«R*Xtt 

c H rm^^ **** ^ntTA/, -fy^ntr/i/T?**. 

, **y*>, x*y*>, ?*w?y> 
i -^ntru-rv> 2-^'nb?y-5 s >"efeS- 

hy**^ j^/i/x*^ rb5^fv 

8 mffl&2 00 3.- 3010154 
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[0 0 12] 
[0 0 13] 

rjMBWM*A^n*J fctt, ft*, **fc#AiWC*J:v*5~6K 

*, a*. a*#6as**J:»J3«R*^»- xtt * w ^ n * f * 1 ' M4- 
©as, ^fu;w *y-r>Ky*. ^>ku$?-;k 4v*vv&* *;'J* 

, ^y*;'JM *yys;^/K 7*^-;k *;**y- 
[0 0 14] 

r-5*3M*&^nfllj iltt, **S*bfcft** ML W*fc#A,**^*>* 

v^Wj^n«ilxt***i6©«^»K:**fta^fe«« ) i***** 0 - ^ 

»Klt*«*.tf, ^f>K'JM -fV-fVFUM ^K'J^> 4 ****** 

^,;; K >fy*;y^ 7*9^. ^^v*-;k 

9 ffiHEtt 2003-301015^ 
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dfty-^ j/>;y-*. «vX4$.*v»** <ts*v*v 

k^^i^, /<>i/^Tyu;K *^!/ntrus?^, ^ryntfu^ 
-f>KU=.^. -fv>fyFy-^ i. 2-^Fn^;'J-;w 1,2,3,4 
-rh7tKn^;'J 3 , 4 - Kn - 2 h- 1 ,4 -*y\/**VrV- 
;k i,4-i?tFn-2H-3,i-^yt^t^ jrn7^, >fVf 

[0 0 15] 

try ^rvy;v*^;K t^yj;^^^ ^s^vy/i/**- 

;K fi-;vxfjl/, 7^x^, try ^x^A/^f^HT&Jn*- 
[0 0 16] 

ry^^Kj i/*:/*-* *aK*fctt#**tt4HHMC«:»b 

[0 0 17] 
[0 0 18] 
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[ft 9] 
— B-C-A (X) 

_ B _ . _ 0 -, -NH- — N (R 12 ) Xtt*»*. 

-C- : AU>f>, -OH. -O-ttTJl/^M^^y^^^ii'J 
-A : (a) »1 (e) ^^Il^Wi. 

(a) AD^, -OH, -O-MT^^ -OCO-«im^ 
-COOH, -COO-«7M^ i^7A -NHCONH 2 XSi-NHS 

0 2 NH 2 „ . 

;^ 6 »J «K* ft* l oXte 2 oO*"C*ft*ft«l*^v^ % 

(c) -NHCO-it7M^ -NHCOO-fi»7A/Wtt"NH 

so,-«7j^;k rft&©»*, i^7M^^-o-M7M^* 

Li 

ft€ftgf&2 VNT % J: 

(d) -O-7'J-iK r<D*tt, -OH, -0-filS7;^^-0- 

{gmr^^^v-o-^mr^^^&^^^^y^^^^ 10 ^^^- 11 

( e ) tu-;k ***'N^n«> ##*K^n*, -o-r^^x 

I ! 2003-3010154 
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-oh ; -oHS*y/b*/i's - o-ttr;v^^-o-«r;i/^; 
-cooh ; -coo-fiurA/^ ; -co-tittr^ : 

jj;w^>f;i/;N-«7M^b<iiN, N-5>flS*y/i/*/i>*>wt*e>f/i/ 

fiU B««*«-&T?*y. A^-COOH, -COO-fift7M^ 
[0 0 19] 

i7 ;^;v, -oh, -o-«t;^;k -cooh. -coo-H7M 
;k ioXii2oo»7;vWfiS^tv^%i^^;W^fl<» 

[0 0 2 0] 

R 3 . R 4 , R 5 . R 6 . rVr 8 > R 9 > R 10 XtfR U K:fetf« r@&3*tTV> 
T*>J:vHB*771/*/l'J ©gilgfcbTt*, -OH ; -0-fi*T^/*^; -O 
-yiJ-M-COOH; -COO-fi»7W jfiftW^Xtfi/f n7 

A*e>f ;v ; <e«r ^^M* */ ? n r e>fcS3¥ J= y wis *i* i ^xtt 

[0 0 2 1] 
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R 3 . R 4 . R 5 , R 6 , R 7 , R 8 > R 9 ^ R 10 fttfR U ICfel** mmZftX^ 

V«7^^ ; - OH ; -O-fiftT^/*/!/ 5 -OH6*r/I/*/l'-0-flS« 
7> dp;V; - COOH; - COO-fi»7W! - CO-fi»7MA/; I6« 

# * y n * 1 Pji±©*-ests v^t % * ^nmmm^xim ; 

[0 0 2 2] 

— tt5* (I) 3U* (IV) StSOiitcj; 

o 

[0 0 2 3] 

ssne>««T?»«»yfcfe^T*^WK:^s*bs. jMfrn&jcau iMfe 

bT4->K. S'*** ^n>ifc, 7vM, ^w>i> y> 

u^a, #<;*a, 

1 3 m§E# 2003-3010154 
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Xtt (IV) 5:^t5ft^X«-e©tlc^i^tiS^«> W5^nF7 
yif*>tXTfc#S*lS. *»IH©^n P9»^t:««t«ii:l/ttt, Prog. 
Med. 5:2157-2161(1985)lCSa«S^TVNSS^> KIKftfl 9 9 r »*& 
©W38j dS^«tM 6 3- 1 9 8^-S?td|B«SnTV%6*««#tf &*l 

-5 = 

[0 0 2 4] 

3fc'M8a6fcbTtt«iLtf*WI J «»*/l'**^afc 7^»ft£*#tf£^^ 
T*£, **l&©«M4:bTtt«Atfyy-> (Greene) * 
'.protective Groups in Organic Synthesis (third edition)j ICSS«©#M 

[0 0 2 5] 

(ft l 880 
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MIS 1 0 ] 





R 1 ^N 
(1b) 



R 2 H 
(1c) 



jcH. 

R 1 ^N V-Ar 
O 



Ar-C0 2 H 
(1e) 




(l)Xtt(lV) 



(1d) 



t e r t -^/l/X^/l/**©**©**^* ; ig* n9>f F, F 

©*n**A*-f F ; tr*^ K ? N-t Kn*i/^i/ h u P - x h n 

-5c 

[0 0 2 6] 

*&. ftHr# (i e) MWreiBOBS***** ftftvMtflMtx^^^K 
W-K^i-x^-s- (s-s^^Ti/TS^ntf/i/) s. F 

(WSC-HCl) *£<Z>lt**f* ^Uj;>»«E***S/*fty>S:«^TRJ» 
[0 0 2 7] 



1 5 
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3rZ/\/yi&}±<D^mmmb*mm; x~ rh7HK077> (TH 
F) ^^'(Z)X-tM ; Wm^KftZO^'r^ ; T~fe h- M>> >K N, N 

-^«W5F (dmf) ^*^;v*;i^^>K (ms°) 

So 

[0 0 2 8] 

SfStCBU, fll^fc (le) £»Jfc;BV^»K N - * U 

h>j*^r^ h'jxw^x n, N-^w-yx try* 
4- (n, N-^^^;vr^y) trus?^ ;^i;>^ifcDm* 

u >^©mi£ftJS^T, xtttry ^>&»«fc^^« v ' ,c s*s*s®« t »5i^ 

[0 0 2 9] 

Z©JK*fc«V*&ft*MHfe*« Cl d) tt, ft^ft (1 a) ©5fcft/Ml* 
[0 0 3 0] 

1 6 ffilEW 2003-3010154 
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*MU Jtttii (I I) > (ID ^^>ft* (I I) 

[0 0 3 1] 

itm^mm : X-^/UR ; * # y (MeOH) , X# y -71/ (EtOH) , 2 

n av - ;ia /i/*© T ;v a - ;« ; fSMft^ii ; im ; 

■H»x*>l/ (EtOAc) ^a)xx^;^^if©M^^^«^^^^* lc ^ v ' T 
ft** da) MStn«±K «ic*»j^*©An^ft* 

tt*BHtt b y 9 A*»«*fflSitt»«*K:*^ ,t ^* (1 a) IC^ffi^-ft 

(la) tAn-sryftKfii*^ x— r;i* T^a-^ 

[0 0 3 2] 

£©J;3CUT#&ft;MMr« (lb) *C*fb, DMF. N-***" 2 -tf 

fls-&« (i c) (1 d) * t ** ,s * v * 

ELfcKmvx. <k** (i c) ftjwic«v^fey, N-***«e/i/*y 
bru^>, 4- (n, eui?>, trau>, 

x 7 mSE# 2003-3010154 
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[0 0 3 3] 



Hb l l ] 





(1a) 



Ar-C0 2 H 
(1e) 



R 



O 



Ar 




At 



(I)Xtt(IV) v ' 

*mm&. mim-m^ht^mx^^n^it^m a to MfcHrti ci e 
Mitt** (i)x»(iv) &»a-r»*«STf*s- 

[0 0 3 4] 
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[0 0 3 5] 

&mmm* &fivi>m*'j>&* hi ve**^**^** n*v> 

[0 0 3 6] 

M hCD 3 4 + ^flg$:Me g aCult™-C (StemCell Technologies^:) &ffl^T2we 
11 chamber;*^ KK1T«»*«#*T^ 1 0 - 1 4H^ 3 7T5T?*#bfc. 
»#0««»caot, Hft*> ^glycoprotein Ilb/IIIaffiflclCT 

^-febfeo se^StifcB=K«3Wlft©3ffi«±(Z)JIHS:inn--i:U. lwellfe 

[0 0 3 7] 

*«U!©B5*Hu (I) XI* (V) T?#S*t***MMfc#«©l*Xtt 

[0 0 3 8] 
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[0 0 3 9] 

M*HW. **** «f»»t«bTV>t%J:^. 

[0 0 4 0] 

SlAt**t*ft*. **ft©^m MWIfcbTtt, m*-\t7nwy>f 

j: e>fc 7/1/3 #u v/v^-b 8 o^#&£o r<z>J:e>&jSiBJ&W^ 3£ 
ciii, imou, dMWi, 

[0 0 4 1 ] 

SfgP^^Oi^ 1H <M&fc*J ^0.0001-50 mg/kg, 

b <\Z®0. 001-10 mg/kg^M^-e, 3&K:#*b<tt0.01~l mg/kg^^T^ 
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iH©a#*r*#**fe»J»t).oooi~i -g/lw. L<1±^J0. 0001-0. 1 ag/ 
[0 0 4 2] 

[0 0 4 3] 

(OiltcWlCT^il. 5ml amCT2BHBWPl/fe. K*S*K1 

tt*bfc. »HftlME«b^nAfl5ft#fc- yn^, EtoH somi©** 

#&*tfcJSi£«:^ d M*-> :EtOAc=l : l©»8n?«fc#U 2. 57g©2-7 
[0 0 4 4] 

j£*T. ±B##«Rl©*«4in«*K:L/T*lK:S%i-##«R2«'R8«:, * 

ti-r fiM/s-r s s ^ffi b t s^Bt b fee 

[0 0 4 5] 
Rf : Ex : £dE|0#-9. 

Salt : * (HC1 : M« 5 AcOH : Ml 5 TFA : h U 7^*n»M« 5 : 7 

y -#) , 
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Data : ftWtt?-* < MS : FAB-MS(M+H) + ; MN : FAB-MS(M-H)~ ; NMR : (CHg) 4 Si 
9 0) 8 (ppm)) , 

R 1 , R 2 , Ar : (Me: Et : X^K nPr : -J JVrJU?* 

tf;K iPr : -fV^ntr;K nBu: ) to'**'?**. tBu : *-S/^'J-^M c 
Bu: cPen: S/$rn*5/**, nHex : ^/I^T/l/^i/*, cHex : J/ 

*n^*J//K cHep: S/JU'V^/I/, Ph:"7x~;K Bn : 'OSM', The : 
xn/K ftr:79-M PyrtfU^^ Mor : ^/l/?* U 3>-4 -- f Ac : T 
Ms: Ud: l--f/l/, pipe:lf^U 

Pipa: TBS : * U —f V di : 

ft*b, lot, «iLtf5-<Jl-S-Theia:5-f nn^*7x>-3— f/I/&. 4-cH 
ex-l-pipali 4 - */ * G ^ ^ ^ > " 1 ~ ^ , 

[0 0 4 6] 

»1] 



"JTV-nh 



Rf 


Syn 


R 1 


Data 


R1 


R1 


4-CI-2-The 


MS:217. 


R2 


R1 i 


5-a-3-The 


MS:217. 


R3 


R1 


5-F-2-The 


MS:201. 


R4 


R1 


3-F-2-The 


MS;201. 


R5 


R1 


S-Me-2-The 


MS:197. 


R6 


R1 


4-Me-2-The 


MS;197. 


R7 


R1 


4-F-5-CI-2-The 


MS:235. 


R8 


R1 


4-F-2-The 


MS;201. 



[0 0 4 7] 

<MMflR 9 

*#*Rl©ft*4*0. 5g, DMF 5ml©««IC*»T»:tN-^a^f 
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i/fr\£K^VyO. 6g, hyxW5>0. Qml^m^MX. 7 0°CICT 
-EtOAc-1 : 1) 3 0 0mg®2-7^-4- 

^ 7xV _2->f ;io - 5 -(4 -s^u^f/i/tr***?'- 1 ->f /I/)*T1/ 

[0 0 4 8] 

##MR 1 0 • 

2 _ r ^y-4- (5-?Dflft7xV-2-^) fT^-M. 50g 
, THF S 0 m 1 ©»«K1MI 0 . 36mlS:iTU HCtSlMIWtfc. 
JRJS* DMF 20ml, 4 - *n tf U tr> tf *U 1 . 6 8g 

hyxwry4. 82mim75iCCt3H^bfe. £j£»fctt 

ff«*bEtoAct3WiLfc«, mtim**rt-hv ****** 

^W7MU?h^7-f- (*Wft: ^dri^>-EtOAc=5 : 1-4 : 
1) KXmmh. 1. 23g02-r^-4-(5-^nnft7i>-2- 

>f;v) - 5 -(4 -yon-u^^u^- i --f;v)^yy-;v&#fc. 

[0 0 4 9] 
[0 0 5 0] 
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Rf 


Syn 


»*i 

R 


R 


uaxa 


R9 


R9 


4-CI-2-The 


4-cHex-1-pipa 


WS;383. 


R10 


R10 


5-CI-2-The 




FAB-MS(M) ;339. 


R11 


R10 


5-Me-2-Fur 


4-cHex-1-pipa 


MS;347. ! 


R12 


R10 


3-CI-2-The 


4-cHex-1-pipa 


MS:383. 


R13 


R10 


5-CI-3-The 


4-cHex-1-pipa 


MS;383. J 


R14 


R10 


5-CI-2-The 


4-cHex-1-pipa 


MS;383. 


R15 


R10 


5-Br-2-The 


4-cHex-1-pipa 


M&427.429. 


R16 


R9 


5-F-2-The 


4-cHex-1-pipa 


UIS:367. 


R17 


R9 


4-Br-2-The 


4-cHex-1-pipa | 


MS;427,429. 


R18 


R10 


5-Me-2-The 


4-cHex-1-pipa I 


MS;363. 


R19 


R9 


4-Me-2-The 


4-cHex-1-pipa 


MS;363. 


R20 


R10 


3-F-2-The 


4-cnBX-i -pipa 


MO-9fi7 1 


R21 


R10 


5-CI-2-The 


4-nPr-1-pipe 


MS.342. 


R22 


R9 


4-CI-2-The 


4-nPM-pipe 


MS:342. : 


K2o 


DO 




Me 

n-Dii 


MS;385. 


R24 


R9 


4-CI-2-The 


4-(allvIO*C)-1-pipa 


MS;385. 


R25 


R9 


4-CI-2-The 


3-(4-nPr-1-pipe)- 
azetidin-1-yl 


MS;397. 


R26 


R9 


4-CI-2-The 


4-Mor-1-pipe 


MS;385. 




R9 


4-CI-2-The 


Me 


MS;371. 


R28 


R9 


4-CI-2-The 


Me 

N 


MS;355. 




rvcj 


4-F-5-CI-2-The 


4-cHex-1-oiDa 


MS;401. 


R30 


R9 


4-CI-2-The 


4-nPr-1-pipa 


MS;343. 


R31 


R9 


4~CI-2-The 


Mor 


MS;302. 


R32 


R9 


4-F-2-The 


4-cHex-1-pipa 


MS;367. 


R33 


R9 


4-CI-2-The 


1 Me 


MS;373. 


R34 


R9 


4-CI-2-The 




MS;427. 
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4f 2 0 0 2 — 0 1 0 4 1 3 



[0 0 5 1] 

#*«R3 5 

3-^nn-4-fc Kn*S/5RA#Bfc ^f;i/x^f;v2. 5 0 g. dmf 2 5 
ml«(tC»*^A2.. 78g, 2- (tert-^^**^ V 
) if;i/^D^ K4. 3 lml &#D;L5 0°CT*1 5 

^t>-EtOAc=10:l~5:l)Ct«IU 4. 8 8 g CO 4 - C 2 - (t 

[0 0 5 2] 

#fiR 3 6 

■3-^an-4-tFa^Mi!I^^TM. 5 g % thf 2 o m 

l-tert-^h^-2-W;-M. 8 m 1 > hU7x 
^7-f>3. 16g> 9mi&an* 

KlT*»b, 2. 3g<D4- (l-tert-^b*«/-2-^a**5/) -3-?n 

[0 0 5 3] 
##$IR 3 7 

^ y > _ 6 -^Ej;i/^>^4. Og^MeOH 3 0 m 1 lC|$§M£i2:, *K?£~FICT 
MDK2. OmlffeiPA, 7 0T5CT2 2»W«#Pbfc- SfSS&iETSi^ 

^ , y v _ 6 -5f,;vjK^m ^^;i/x^^;^4. 2 8g£#fc 0 fc^fifcx*^ 

;i/#0. 5 gS*MT5 F 5 m 1 tC^jS?§^ MJCTiMMO. 15ml, 
«K««7*3BI%0. 0 5g, 3 1%jSSft^#^0. 4 m 1 fcHtKlin*., 8 0 °C IC 

2 5 ffiliESf 2003-3010154 



^2002-010413 



yj >2r;i/^#-9-^ F&o. I5g&#fc= 

[0 0 5 4] 

##IR3 8 

5-^Mf7y-^-3-*^>i x^/I/X^/l/l. 96g, DMF 4 
0ml»»'J^2. 64g. 3- (tart-************ 
*/) ^n^n^F3. 5 3ml?:M50iCtl 8^^Jt#bfco KJfc 

m: ^Vy-ZtOkc=l 5:1-5:1) ICtSI^ 1 • 3 9g<Z>l-C3 
[0 0 5 5] 

j£AT> ±BW«R3 5CD*ttfcH«K:bT*3K:»'r##*R3 9-R4 6 
[0 0 5 6] 



2 6 mHE# 2003-30101 5 4 



4#2 002 — 010413 



1 Rf 1 


Syn | 


structure | 


Data 


R35 


R35 


CI | 
MeO.C-Q-O^OTBS | 


MS;345. 


R36 


R36 


MeO 2 C-^^-O^_j0tBu 

Me 1 


MS;301. 


R37 


R37 


/^/^V-CONH, 
MeC- 2 C-^_^-N 


MS;231. 


R38 


R38 


Et °» C -V5^0TBS 


MS;327. 


R39 


R35 


Et0 2 C-^-O w OMe 1 


MS;243. 


R40 


R35 


P 


MS;245. 


R41 


R35 




MS;403,405. 


R42 

L 


R35 


1 EtO 2 C-\_^O w 0TBS 


NMR(CDCI 3 );0.05-0.13(6H, 
m),0.82-0.93(9H,m),1 .4U(o 
H,t,J=7.1 Hz),3.97(2H,t,J=5. 
1 Hz),4.28-4.34(2H,m).4.37 
(2H,q,J=7.1 Hz),7.68(1 H.dd, 
J=2.0,1 1.6Hz),7.87(1H,t,J= 
2.0Hz) 


R43 


R35 


p 

Et0 2 C-Q-O w OTBS 

1 a 


MS;393. 


R44 


R35 


[ Cl 


MS;359. 


R45 


R35 


j F 

Me0 2 C-Q-0^ oMe 


GC-MS(Mr;214. 


R46 


R35 


Me0 2 C-<>0^ oMe 


MS;231. 



[0 0 5 7] 

#%MR4 7 



fflSEW 2 0 0 3 



-3010154 



#2 002 — 010413 



##fflR3 5 0fC^!|l2. 16g, MeOH 2 0 m 1 -THF 15mliS*IClM 

ZfUAS-fr (3 : 1) ICTjf&ftbfc. #«Jf &»»A**lCT!5fe»«, *B*** 
MJtf.M?4««L »iE*«*U 4- C2- (tert-^;i/^^^S/U^^ 

*/) xhdps/) -3 -^nn^lfti. i7g&#£= 

[0 0 5 8] 

##«R4 8 

3, 4, 5- MJ7^*n^^Mni) Fl. 5 6g&C, 2-^h^rf^ 
#y-;i/6. 3 2ml, »i/fA6. 53g£;&tlX., 1 0 OXJJCT 2 0 B?ia 

6g£#fc„ #&nfeJfi***S:THF 15mU*iU 2-*h**>X#y- 
;i/3. 1 6ml, #y ^Atert-^h^rS/Kl. 3 5 g ^ICT4BHS 
m#bfe 0 SJ6«Kl5%a»***y9A*»*feftI^fc«^ EtOActCTttffib 

5-$;7;v^a-4- (2-* 5EJMH*i. 7 6g&#£ 0 

[0 0 5 9] 

##MR4 9 

R 3 7 (Dit&W 0 . 3 g fcTHF-MeOH»&$8ifc 10ml (1:1) ICj^ 
mUKT 1 MzMft-ffc-M* V ^ATK^l . 5ml &in^., 3 H 

>-6-*^*J>BftO. 2 9gS:#fc. 
[0 0 6 0] 

j^T, ±I3##MR4 7©^«Si:W*K:bT*4K:3a<i*##«R-5 o~R5 9 

[0 0 6 1] 



ffiiE# 2003-3010154 



#2 002 — 010413 



»4] 



Rf 




structure 


Data i 


R47 


R47 


CI 

H °2C-O"°w 0TBS 


MN;329. 1 


R48 


R48 


F 

HO 2 C-^Vo^j0Me 


MN;231. | 


R49 


R49 


ys^VcONHj 
H0 2 C-^_^-N 


MN;215. 


R50 


R47 


F 

"0 2 C-^-O w OMe 


MN;213. | 


R51 


R47 


CI 

H° 2 C-^J-O w OMe 


MN;229. 


R52 


R47 


Br 

H0 2 C-Q-0 OTBS 


MN;373,375. | 




D^7 


>-0 OTBS 


NMR(CDCI 3 );0.05-0.1 5(6H, 
m),0.85-0.92(9H,m),3.97(2 
H,t,J=5.2Hz),4.32-4.37(2H, 
m).7.73(1 H,dd,J=2.0,1 1 2H 
z).7.93(1H.t.J=2.0Hz). 


R54 


R47 


CI 


MN;363. I 


R55 


R47 


CI 1 

/ 

H0 2 C-^_^-q^^OTBS 


MN.343. | 


R56 


R47 


HO^-^-O^OtBu 
Me 


MS;287. 


R57 


R47 


F * 

ho 2 c-C^-Q 

2 ^-OMe 


MN;199. "I 


R58 


R47 


2 ^-^ ^OMe 


MS;217. 1 


R59 


R47 


ho 2 cH i 

2 N- N >~---N^OTBS 


MN;297. ~~\ 



[0 0 6 2] 
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ft 2 002 — 010413 



1 

##HR140M5OOmg, DMF 1 0 m 1 2-*b*WV=. 
3fyl8 0 0mg, WSC-HC1 3 7 6mg. 1 -fc Kn*J/*>*MJTl/--* 
2 6 5mgttti. Sj|i:t4HH!WPtfe. fiJ»«&«^ EtOAcftft^ Ik 
»****^y ****** «i5fBA«*K:T«IMft, ttth'JWWIl- 

•9->-EtOAc=8 : 1-2 : 1) CT«WU " r 0>=fc© fcEtOAc 1 0 m 1 ICttffU 
0. 4M^m-EtOAc^mS:0. 4 6mian^btf&<«#Pbfc*» 
Jfc, 72mg«N- [4- (S-^Df^^-^) "5- (4 -J/ 

[0 0 6 3] 

^«R2 1©fti*3 4 2mg, DMF 10ml StfflttC, 2-*h*$/>fV- 
3f>i 3 0 6m g> WSC-HC1 3 8 3 mg, 1 Fn^^^h'JT^ 
2 7 0mg, 4- (^^f^T^;) tTU^>2 4 4mg&An^, 50°CICT3 
BH8J8#bfc. EtOAcfefti*.* MJ * ***** 

***«*K:TiraMfc aith'J^A-elffllUfe. 

MM5Ma7 ^77^ C*lt*: /\3f-9->-Et0Ac=8 : 1) ICTW 
SS, -<Z)^<5D$:EtOAc 3 0ml!C», 0. 1 M«HK - EtOAc»* & 4 . 1 m 
llWitbtfb<*#bfc*. 12 0mg(Z)N- C4- (5-*n 

nWx>-2-^) - 5- (4-^ntr;i/tf^u^>-i--r^) *rv 

[0 0 6 4] 

W«R9®ftW8 3mg, tft JS ;>iOml©**K:, #*«R4 7© 
ft^»3 9 7mg«r«IiL, -2 BTJTt^tft^O. 10ml***, ft* 

, ynn*^ct»B, **M**M^-e«»^ 

3 o ffiSE# 2003-3010154 



S&2 002 — 010413 
mmm:^*yy-EtOkc=l 0 : 1^3 : 1) JCT*«U 18 7mgtf>4 

-[2-(tert-y^;i/^^^;i/^u;b^-^^)xh^i/l-3-^nn-N-[4 

[0 0 6 5] 
HWJ4 

HSlgsM 6 5 <Dft&® lOOmg CDEtOH 5 m 1 4 M&i8 - EtOAc^m & 

(ttttMt: ?nU*AA-fta-10 0 : 1-5: 1) KLT#», r©*>©£Me 
OH 15mllC»»U 4M*Bfc-EtOAc»«Efel 0«lfl!*.b«e> <!*#bfc* 

, i?xf;vx-f;i/t'Sfetb2 8mg®5 -*nn-N- [4 

- (4-^nnWx>-2->f;i/) -5- t4-*/9u<\*i/»\£«9Vy 

[0 0 6 6] 

HJSM6 7<Dfci!tWl 83mg(Ch'J7^D^5mlM4 0 H*W«# 

*. IMftMEV^ ******* 7 -f- (ft 

H^: *na^;VA-MeOH=l 0 0 : 1-2 0 : 1) CT»*U 5 0 m g <D 3 

-*nn-N-[4- (4-^nWx>-2-^) -5- <4-5/*n 

[0 0 6 7], 
HBM 6 

«tfl5 2 0ft^ttO. 3 4g&MeOH BmlCMSt, **TICT«tM 

3 i ffi|E# 2003-3010154 



#2 002 — 010413 



5 o'CKTsmmmwis, e oxuzx-wmhit. BLj&m*mm.*."4mbi>* 

_ 5 _ (4 _^^n^^i/;i/tf^^^>- i ->f;w) f7«-2->f 

^_ 3 _ 7 ^ n -4-tKn^M>XT5F tilO. 3 3gm 

[0 0 6 8] 
mil 7 

HJfs#J3 CD-ffrMfl 8 7 mg &HeOH 1 0 m 1 Kifeffi U MIS5:3. 5 ml 
itI^18^^#bfc^ «fffl%&aia. s;ifM-W«fe»l/9 0mg(D 

3 na-N- [4 - (4-^nnft7i>-2-^f^) -5- ( 4 - S/ # 
n^s/zn^^s*:/- 1 -w/iO ^7^-2-^^1-4 - (2-tKD 

[0 0 6 9] 
HJfeM 8 

g&feH 2 7 <Dfc-&to 5 . 2 3 g CDTHF 10 0ml ^MiC 0 °C TTfcaRflS H U ^ 

;1/XX17. Og&fllJ*., -7 8^iC#*P, rh^^X (h>j7x-^7^ 

&*fcMHC^**>&jW*., tfBMfcftWt. «£ETtt«b4. 3 0gON-[ 

4 - (4-^DDWi>-2-^f;V) -5- (fcf^^V- 1 ->f/l/) 

[0 0 7 0] 

HJ6#f 1 9 (Dfc&fyt 0 . 15g£THF 5. OmlMSt, -78°CICT^ 
f^ijf^A(l. 5 5M)*tf"l.- SmlJD^ Bl{:t©^4 |$|8|¥fltfpU 

- [5 - (4 n's^S/^tf^^^^- 1 --f ^) _4_ (^^-^x>-2 



ffifE# 2003-3010154 



#2 002 — 010413 

t 

f7 y_ ;I/ - 2 -^;i/]-2-^ hdfWV-n^T^ K0. l 2 g 
#!o*U7c-f{:-£r^£EtOAc 2 m 1 lC*§j!?3i*\ SK^TICT 1 M&^-EtOA 
«0. 2 5 m 1 £2jlJ;t, gM&CT-lM#Lfco «f mt-^H^S: Ifcil 
tS3i:{Cj:oTN-[5- (4-$/*n>\3f$/;Vt?^^>- 1 ->f;i/) -4 

- (ft7i>-2->fji/) *tv-k>- 2->r;n - 2-* i^wv-n^ 

>T^F SfI9 8mg?:||fc 0 
[0 0 7 1 ] 

mmm 1 o 

T> ^IM 6 6 Oftlrt 1 0 0 m g 5 0*CJC#^4 H^^bfc 0 M 

&*/'JAM7A^D7h^7-f- (%Nttt : ^nn^;VA-MeOH=2 0 0 
: 1~2 0 : 1) IZXWU> - 0*>0 fcEtOAc 5mHCjg#U 0. lMfl!- 
EtOAc»*%0. 8mliniLU«e><«#bfc«, ^X^;i/X 

-^;i/-eSfc^U 34mg05-^na-N-[4 - (4-^nnft7i>- 

2->f/i/) -5 - (4 -i/^ n^\^rt/;btf^^^>- 1 ^T x -/-;i/-2 
— _ 6 _ (2 -hi Kn^fS/xh^f*/) -zi^>T 5 K IM&£#fco 

[0 0 7 2] 
HMM 11 

HiM6 6(i!)^ft2 0 0mg, THF 2ml©MfC> 3-t FD^^ 

^5A^D7h^77>f- mm®.: *nn7fc;i/i»-MeOH=2 0 0 : 1-5 0 
: 1) ICTffiSS, -<Z)t><Z)&EtOAc lOmlKl^ib, 0. 1 M&^-EtOAc^ 

*$fc#U 1 5 9 mg© 5 nn-N- [4 - (4-^QDf ^7i>-2-^f 



mH# 2003-301 01 54 



4#2 00 2 — 010413 



[0 0 7 3] 

H WJ 12-.. 

mmms^^m^ s i mg, /owfuKso/ti&i, 

x^^9ml-ftl3mn:iiU 0 TC-e»ifcK*fll*9*^ b y 2 1 

Omg&fiDiL, 0TCT»3 0#iaU S^3 0^»lfe„ fij6*Kl|WlK«* 

3frM*y iN*»fls-*-hyfA*»««:in^ y^/*utticbfc« 

e^u #6*ifeasic»i5mi, K>xr;vfti Kit 1 6 o u. 1, *BfoK* 

EtOAc=4 : 1) fCJ: »;*MSl/fc. r©*© SrEtOActcaftltk 0. 5MSM~Et 
OAcfcJS&flllx., #rffi#&MU 6 4 m g ON - [5 - (4 -*y ^>^^ ^> 

-i--f;v) -4- (4-fnaf*7i>-2-o) ?-y*/-/i/-2 ->f /u 

j _ 2 h^f y-nf>75 K Ml^ife. 
[0 0 7 4] 
1 3 

WJ5 1(JDfM0. 35g, EtOAc5ml©**K:, 3K?frT4MtM-EtO 
Ac***, a«T?lHIIB»#POfe. «fffi^6Hf(c&551'r«ii:Tf3 4 5m«© 
4-7U^^~N-[4 - (4-^Daf^7i>-2->f;b) -5- (4 

[0 0 7 5] 

mmm 1 4 

HJgM 8 1 (Dit^ 30mg, MeOH lml <DmW.K. MMTf 1 MtK^^ h 



ffiSEfa 2003-3010154 



#2002—010413 



tf&<«#PLfclk **fci*JE*** i/Xf;i/X-f;i/t^b, 20mg©5 

-^nn-N-[4 - (4-?anf*7x>-2 — f;i/) -5- 
^t/jiif^py- 1 ft) &7 s S— ;u- 2 ->f M - 6 - (4 -;*^;l/3tf= 3 F■ 
[0 0 7 6] 

»5] 
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a 

R 1 , R 2 , 



Ex 
(Salt) 


R\ R 2 , Ar 


Data 


1 

(HCI) 


R 1 : 5-CI-2-The 
R 2 : 4-cHex-1-pipa 
Ar : 2-MeO-4-Py 


MS;518. 


2 

(HCI) 


R 1 : 5-CI-2-The 
R 2 : 4-nPr-1-pipe 
Ar : 2-MeO-4-Py 


NMR;0.90(3H,t, J=6.8Hz),1 .22-1 .50(7 

H,m), 1 .72-1 .84(2H,m),2.60-2.72(2H, 

m).3.04-3.14(2H,m),3.92(3H,s),7.10(1 

H,d,J=3.9Hz).7.39(1H.d,J=3.9Hz).7.4 

3(1 H.s),7.53(1 H,d, J=5.4Hz),8.36(1 H, 

d,J=5.4Hz),12.81(1H,br). 

MS:477. 


3 


R 1 : 4-CI-2-The 
R 2 : 4-cHex-1-pipa 
Ar : CI 

-Q-O w OTBS 


MS.695. 


4 

(HCI) 


R 1 : 4-CI-2-The 
R 2 : 4-cHex-1-pipa 
Ar : 5-CI-6-HO-3-Py 


MS;5oo. 


5 

(TFA) 


R 1 : 4-CI-2-The 
R 2 : 4-cHex-1-pipa 
Ar : CI 

Me 


NMR;1.07-1.19(1H,m),1.29(3H, d ,J=6 

.4Hz),1 .26-1 .48(4H,m),1 .60-1 .68(1 H, 

m),1.82-1.92(2H,m),2.08-2.20(2H,m), 

3.02-3. 1 6(2H,m),3.26-3.43(5H,m),3.5 

0-3.70(4H,m),4.64-4.74(1H,m).4.96(1 

H,brs),7.38(1H,d,J=8.6Hz),7.51(1H > d t 

J=1 .6Hz),7.57(1 H,d, J=1 .6Hz),8.06(1 H 

,dd,J=2.2,8.6Hz).8.23(1H,d I J=2.2Hz), 

9.56(1H,brs),12.63(1H,bre). 

MS;595. 


6 

(HCI) 


R 1 : 4-CI-2-The 
R 2 : 4-cHex-1-pipa 
Ar : 3-F-4-HO-Ph 


NMR;1.05-1.20(1H,m),1.21-1.36(2H, 

m),1 .38-1 .55(2H,m),1 .58-1 .68(1H,m), 

1.82-1. 91 (2H,m).2.14-2.25(2H,m),3.2 

0-3.40(7H,m),3.55-3.65(2H,m) t 7.11(1 

H,dd,J=8.3,8.8Hz),7.49(1H,s),7.56(1H 

,s).7.83(1 H,dd.J=1 .4,8.3Hz),8.21(1 H,d 

d,J=1.4,12.6Hz),10.95(1H,brs),12.50( 

IH.brs). 

MS;521. 


7 

(HCI) 


R 1 : 4-CI-2-The 

R 2 : 4-cHex-1-pipa 

Ar : 3-CM-HO(CH2)20-Ph 


NMR;1.06-1.20(1H,m),1.22-1.36(2H, 

m),1 .43-1 .56(2H,m),1 .59-1 .68(1 H,m), 

1.80-1.92(2H.m),2.17-2.27(2H,m),3-2 

0-3.44(7H,m),3.54-3.63(2H,m),3.78(2 

H,t,J=4.9Hz).4.21(2H,t,J=4.9Hz).7.33( 

1 H,d.J=8.8Hz),7.50(1H.d, J=1 ,5Hz),7. 

57(1 H,d.J=1 .5Hz),8.08(1H,dd.J=2.0,8. 

8Hz),824(1H,d,J=2.0Hz),10.89(1H,br 

s),12.61(1H,brs): 

MS;581. 
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#2,0 02 — 010413 

[0 0 7 7] 

[*6] 



Ex 
(Salt) 


R\ R 2 , Ar 


Data 


8 

(AcO 
H) 


R 1 : 4-CI-2-The 

R 2 : 1-pipa 

At : 2-MeO-4-Py 


MS;436. 


9 

(HCI) 


R 1 : 2-The 

R 2 : 4-cHex-1-pipa 

Ar : 2-MeO-4-Py j 


MS;484. 


10 
(HCI) 


R 1 : 4-CI-2-The 

R 2 : 4-cHex-1-pipa 

Ar : 5-CI-6-HO(CH2)20-3-Py 


MMD-i QQ-1 20MH m) 1 22-1.36(2H. 
m),1 .42-1 .54(2H,m),1 .60-1 .68(1 H,m), 
1 .81-1 .91(2H,m) l 2.14-2.24(2H I m),3.2 
6-3.35(7H,m),3.55-3.65(2H,m),3.77(2 
H,t,J=4.9Hz),4.48(2H.t,J=4.9Hz).7.50( 
1 H,brs),7.58(1 H,brs),8.54(1H I d.J=1 .9 
Hz),8.81 (1 H,d,J=1 .9Hz),1 0.76(1 H.bre) 
,1 2.78(1 H.brs). 
MS;582. 


11 
(HCI) 


R 1 : 4-0-2-The 
R 2 : 4-cHex-1-plpa 
Ar : 5-CI-6-HO(CH2)3NH 
-3-Py 


NMR; 1.05-1. 20(1 H,m),1. 22-1 .36(2H, 
m),1 .42-1 .54(2H,m),1 .60-1 .68(1 H,m), 
1 .70-1 .77(2H,m),1 .82-1 .92(2H,m),2.1 
5-2.25(2H f m),3.20-3.40(7H,m),3.45-3. 
65(4H,m),3.49(2H,t,J=6.3Hz),7.39(1H. 
bre),7.48(1H,d,J=1.5H2),7.56(1H,d,J= 
1 .5Hz),8.27(1 H.d. J=2.0Hz),8.74(1 H.d, 
J=2.0Hz),10.98(1H.brs),12.45(1H,s). 
MS'595. 


12 
(HCI) 


R 1 : 4-0-2-The 
R 2 : 4-Bn-1-plpa 
Ar : 2-MeO-4-Py 


MS;526. 


13 
(HCI) 


R 1 : 4-CI-2-The 
R 2 : 4-cHex-1-pipa 
Ar : 4-H 2 NCH2-Ph 


MS;516. 


14 
(HCI) 


R 1 : 4-CI-2-The 
R 2 : 4-cHex-1-plpa 
Ar : 5-O-6-(4-H0 2 C-1-pipe) 
-3-Py 


NMR;1 .06-1 .20(1 H.m).1 .22-1 .36(2H, 

m),1 .40-1 .55(2H,m), 1 .58-1 .70(3H,m), 

1 .78-2.00(4H,m).2.1 5-2.25(2H,m),2.5 

0-2.58(1H.m),2.98-3.09(2H,m),3.23-3. 

40(7H,m),3.54-3.66(2H.m),3.93-4.02( 

2H,m),7.48(1 H.d, J=1 .5Hz).7.57(1 H,d, 

J-1 .5Hz),8.40(1 H.d, J=1 .9Hz),8.83(1 H 

,d,J=1.9Hz),10.98(1H,brs),12.28(1H l b 

rs).12.68(1H,s). 

MS:649. 
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Ex 
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Syn 


R\R 2 


Data 


15 
(HCI) 


1 


R 1 : 5-Me-2-Fur 
R 2 : 4-cHex-1-pipa 


MS;482. 


16 
(HCO 


3 


R 1 : 3-CI-2-The 
R 2 : 4-cHex-1-pipa 


MS;518. ~| 


17 

(Ha) 


2 


R 1 : 5-CI-3-The 
R 2 : 4-cHex-1-plpa 


MS;518. ~| 


18 
(HCI) 


3 


R 2 : 4-cHex-1-pipa 


NMR;1 .08-1 .20(1 H,m),1 .21-1.34(2M 
,m),1 .40-1 .53(2H,m),1 .60-1 .68(1 H, 
m),1 .82-1 .89(2H,m),2.14-2.24(2H,m 
),3.22-3.45(7H,m),3.55-3.65(2H,m). 
3.95(3H,s),7.44(1 H,s),7.50(1H,s),7. 
54(1 H,d.J=4.9Hz),7.56(1H,s),8.37(1 
n.d.J^.wrlZJ.lU.oi v in, ore;, i^.»ov ' 1 
H.brs). 
MS;518. 


19 
(HCI) 


1 


R 1 : 5-Br-2-The 
R 2 : 4-cHex-1-pipa 


MS;562,564. 


20 
(HCI) 


3 


R 1 : 5-F-2-The 
R 2 : 4-cHex-1-pipa 


MS;502. 


21 
(HCI) 


3 


R 1 : 4-Br-2-The 
R 2 : 4-cHex-1-pipa 


NMR;1 .06-1 .21 (1 H,m),1 .23-1 .36(2H 
,m),1 .42-1 .56(2H,m),1 .58-1.70(1 H, 
m). 1 .80-1 .91 (2H,m),2.1 5-2.26(2H,m 
),3.20-3.43(5H,m),3.55-3.67(4H,m), 
3.92(3H,s),7.44(1H,s),7.52(1H,d,J=1 
.5Hz),7.54(1 H.dd,J=1 .5,5.4Hz),7.67( 
1 H,d,J=1 .5Hz),8.37(1 H,d,J=5.4Hz),1 
1.09(1H,brs),12.93(1H,bre). j 
MS:562,564. 


22 
(HCO 


1 


R 1 : 5-Me-2-The 
R 2 : 4-cHex-1-pipa 


MS;498. | 


23 
(HCI) 


3 


R 1 : 4-Me-2-The 
R 2 : 4-cHex-1-plpa 


MS;498. "1 


! 24 
(HCI) 


3 


R 1 : 3-F-2-The 
R 2 : 4-cHex-1-pipa 


MS;502. 1 
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Ex 
(Salt) 


Syn 


R\R 2 


Data 


25 
(HCI) 


3 


m1 . A /-II *. TL. 

R 2 : 4-nPr-1-plpe 


NMR;0.90(3H,t,J=6.8Hz),1 .22-1 . 
49(7H.m),1 .75-1 .85(2H,m).2.63-2 
.71 (2H,m),3.06-3.16(2H,m),3.92( 

«u o\ 7 AO/1 Ut rl 1—9 M-iy\ 7 4^/1 

3n,s),7.4^vi n,a,j— z.unz;, / .*»ov i 
H,s).7.51 (1 H.d, J=2.0Hz),7.54(1 H 
,d. J=5.4Hz).8.36(1 H,d t J=5.4Hz), 
12.80(1 H,brs). 
MS;477. 


26 
(HCI) 


3 


R 1 : 4-CI-2-The 
R 2 : Me 


MS;520. 


27 
(HCI) 


3 


R 1 : 4-CI-2-The 

R 2 : 4-allyl0 2 C-1-pipa 


MS;519. 


28 
(HCI) 


3 


R 1 : 4-CI-2-The 
R 2 : 3-(4-nPr-1-pipe)- 
azetidin-1-yl 


MS;532. 


29 
(HCI) 


3 


R 1 : 4-CI-2-The 
R 2 : 4-Mor-1-pipe 


MS;520. 


30 
(HCI) 


3 


R 1 : 4-CI-2-The 
R 2 : Me 


MS;506. 


31 

(Ha) 


3 


R 1 : 4-CI-2-The 
R 2 : Me 

N 


MS;490. 


32 
(HCI) 


3 


R 1 : 4-F-5-CI-2-The 
R 2 : 4-cHex-1-pipa 


NMR;1 .08-1 .20(1H,m),1.21-1.36( 
2H,m),1.40-1.55(2H,m),1.58-1.68 
(1 H,m),1 .82-1 .92(2H,m),2.14-2.2 
5(2H,m),3.22-3.45(7H,m).3.56-3. 
65(2H,m) l 3.92(3H,s),7.44(1 H,s),7 
.46(1H,s).7.54(1H,d,J=5.4Hz),8.3 
7(1 H,d I J=5.4Hz),10.63(1H,brs),1 
3.02(1 H,brs). 
MS;536. 
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Ex 
(Salt) 


Syn 


R\R 2 


Data 


33 
(HCI) 


3 


R 1 : 4-F-2-Th6 
R 2 : 4-cHex-1-pipa 


NMR;1 .08-1.20(1 H,m),1 .21-1 .36 
(2H,m),1.38-1 .56(2H,m),1.60-1 . 
70(1H,m),1 .82-1 .92(2H,m).2.14- 
2.25(2H,m),3.20-3.45(7H,m),3.5 
5-3.65(2H,m),3.92(3H,s),7.18(1 
H,brs),7.45(1H,brs),7.48(1H,s),7 

5.4Hz),10.30(1H,brs),12.97(1H, 

brs). 

MS',502. 


34 
(HCI) 


3 \ 


R 1 : 4-CI-2-The 
R 2 : 4-nPM-pipa 


NMR; 0.95(3H,t,J=7.3Hz).1.72- 
1 .84(2H,m),3.10-3.19(2H,m).3.2 
2-3.35(6H,m),3.58-3.64(2H,m), 
3.92(3H,S),7.44(1H,s).7.51(1H, 
d,J=1 .5Hz),7-54(1 H,dd,J=1 .3Hz, 
J=5.2Hz),7.59(1 H.d, J=1 .4Hz),8. 
37(1 H ,d . J=4.8Hz), 1 1 .01 (1 H, br 

MS;478. 


35 
(HCI) 


12 


R 1 : 4-CI-2-The 

R 2 : 4-(2-The-CHa)-1-pipa 


MS;532. 


36 
(HCI) 


12 


R 1 : 4-CI-2-The 

R 2 : 4-(2-Py-CH2)-1-plpa 


MS;527. 


37 
(HCI) 


12 


R 1 : 4-CI-2-The 


MS.S46. 


38 
(HCI) 


3 


R 1 : 4-Ct-2-The 


MS;508. 


39 
(HCI) 


3 


R 1 : 4-CI-2-The 

o 

On, 


MS;562. 
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Ex 
(Salt) 


Syn 


R\Ar 


Data 


40 
(HCI) 


2 


R 1 : 5-CI-2-The 
Ar : 5-MeO-3-Py 


MS;518. 


*r 1 


w 


R 1 : 5-CI-2-The 
Ar : 3-F- 

4-MeOCH20-Ph 


NMK(^lA/l3);i .lu-i ..SOlOn,mj,i . 
62-1 .70(1 H,m),1 .80-2.02(4H,m), 
2.29-2.41 (1 H f m),2.77-2.83(4H, 
m),3.00-3.06(4H,m),3.52(3H,s), 
5.27(2H.s),6.73(1 H,d,J=4.0Hz), 
7.1 6-7.21 (2H.m).7.54-7.59(2H, 
m). 


42 
(HCI) 


2 


R 1 : 5-CI-2-The 
At : 2-CI-6-Me-4-Py 


MS;536. 


43 
(HCI) 


2 


R 1 : 5-CI-2-The 

Ar : 2-MeO-6-Me-*-Py 


MS',532. 


44 

(HCO 


2 


R 1 : 5-CI-2-The 

Ar : 2-CI-6-MeO-4-Py 


MS;552. 


45 
(HCO 


2 


R 1 : 5-CI-2-The 
Ar : 3-F- 

4-Me0(CH 2 ) 2 O-Ph 


MS;579. 


46 
(HCI) 


2 


R 1 : 5-CI-2-The 
Ar : 2.6-diF- 

4-MeO(CH 2 ) 2 0-Ph 


MS;597. 


47 
(HCO 


2 


R 1 : 5-CI-2-The 
Ar : 3-CI- 

" 4-MeO(CH 2 ) 2 0-Ph 


MS;595. 


48 


3 


R 1 : 5-CI-2-The 
Ar : 

— ^JHO^JDTBS 


MS;695. j 


49 
(HCO 


2 


R 1 : 5-CI-2-The 
Ar : quinolin-6-yl 


NMR;1 .03-1^0(1H,m),1.21-1.36 
(2H,m),1 .40-1 .55(2H,m),1.60-1 . 
68(1H,m),1 .82-1 .91 (2H,m),2.14- 
2.24(2H,m),3.22-3.40(7H.m),3.5 
5-3.65(2H,m),7.14(1H,d,J=4.4H 
z),7.50(1 H,d, J«4.4Hz),7.72(1 H, 
dd,J=4.4,8.8Hz).8.18(1H,d,J=8. 
8Hz),8.37(1H,dd.J=1.9,8.8Hz), 
8.61(1H,d,J=8.8Hz),8.87(1H,d,J 
=1 .9Hz),9.09(1 H,d,J=4.4Hz),10. 
71 (1 H,brs),12.96(1H,brs). 
MS-.538. 
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R 1 c^~ Ar 

Ex I I ~~ D 1 a. 



Ex 
(Salt) 


Syn 


R 1 ,Ar 


Data 


50 
(HCI) 


2 


R 1 : 5-CI-2-The 
Ar : 2,6-diMeO- 
pyrimidin-4-yl 


MS;549. 


51 


3 


R 1 : 4-CI-2-The 

Ar : 4-tBu0 2 CHNCH2-Ph 


MS.616. 


52 


3 


R 1 : 4-CI-2-The 

Ar : 3-F- 

4-MeOCH 2 OPh 


MS;565. 


53 


3 


R 1 : 4-CI-2-The 
Ar : 3-CI- 

4-Me0CH 2 O-Ph 


MS;581. 


54 
(HCI) 


3 


R 1 : 4-CI-2-The 
Ar : 3-Cl- 

4-MeO(CH2) 2 0-Ph 


NMR; 1.06-1 .20(1 H,m).1 .22-1 .36 
(2H,m), 1 .44-1 .56(2H,m),1 .58-1 . 
68(1 H,m).1 .80-1 .92(2H,m),2.15- 
2.26(2H,m),3.17-3.47(7H,m),3.3 
5(3H,s),3.56-3.63(2H,m),3.73(2 
H,t,J=3.9Hz),4.31 (2H,t,J=3.9Hz) 
,7.33(1 H,d, J=8.8Hz),7.49(1 H,d. J 
=0.9Hz),756(1 H,d, J=0.9Hz),8.0 
8(1 H,dd, J=1 .9,8.8Hz),8.24(1 H.d 
, J=1 .9Hz). 1 1 .31 (1H.bre),12.61(1 
H.brs). 
MS;595. 


55 


3 


R 1 : 4-CI-2-The 
Ar : 

— ^3~O w OTBS 
CI 


MS;729. 


56 
(HCI) 


3 


R 1 : 4-CI-2-The 
Ar : isoquinolin-6-yl 


NMR;1 .03-1 .20(1 H,m),1 .21-1 .36 
(2H,m),1 .40-1 .55(2H,m),1 .60-1 . 
68(1 H,m), 1 .82-1 .91 (2H,m),2.1 8- 
2.28(2H,m),3.20-3.43(7H,m),3.5 
2-3.65(2H,m).7.52(1 H,s),7.59(1 
H,s),8.33-8.40(2H,m),8.50(1 H.d, 
J=8.8Hz),8.73(1H.d,J=5.8Hz). 8 
.90(1 H,s),9.78(1 H,s),1 1 .20(1 H.b 
rs),13.12(1H,brs). 
MS',538. 
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EX 

(Salt) 


Syn 


R\Ar 


Data 


57 
(HCI) 


3 


R 1 : 4-CI-2-The 
Ar : quinolin-6-yl 


NMR;1 .03-1 .20(1 H,m),1 .21-1 .36(2H,m 
),1 .38-1 .55(2H,m),1 .60-1 .68(1 H,m),1 . 
82-1.91(2H,m),2.18-2:25(2H,m),3.22- 
3.40(7H,m),3.55-3.65(2H,m),7.52(1H, 
s) i 7.58(1H,s),7.76(1H.dd.J=4.2,8.3Hz) 
.8.21 (1 H,d, J=8.8Hz),8.40(1 H,dd.J=1 .5 

a oil— \ a C7/H Ul A 1— R Ol_l-y\ 0 RQMH 

,8.8Hz), o.o7(i n,a,J-o.onz),o.o»ii n, 
d,J=1 .5Hz).9.1 1(1H,d,J=4.2Hz),1 1 .05( 
1H,brs),12.96(1H,brs). 
MS;538. 


58 
(HCI) 


; 3 


R 1 : 4-CI-2-The 
Ar : 2-H 2 NOC- 
quinoun-o-yi 


NMR;1.05-1.20(1H,m),1.21-1.36(2H,m 
),1 .41-1. 56(2H,m), 1.60-1 .68(1 H,m),1 . 
82-1.92(2H,m).2.18-2.25(2H,m),3.22- 
3.40(7H,m),3.55-3.65(2H.m),7.52(1H, 
s),7.58(1H,s),7.88(1H,s).8.21-8.28(2H, 
m) 8 36(1H s).8.41(1H,dd,J=1.1, 8.8Hz 
), 8.71(1H,d,J=8.8Hz),8.90(1H,d,J=1. 
1 Hz),10.92(1 H,brs),12.98(1 H,brs). 
MS:581. 


59 
(HCO 


3 


R 1 : 4-CI-2-The 
Ar: 


NMR;1.05-1.20(1H,m) I 1.22-1.36(2H,m 
), 1 .41 -1 .56(2H,m),1 .58-1 .67(1 H,m),1 . 
80-1.92(2H,m),2.16-2.25(2H,m).3.20- 
3.45(7H,m),3.53-3.65(2H,m),4.67(2H, 
s),7.03(1 H,d, J=8.3Hz),7.49(1 H,s),7.56 
(1 H,s),7.73-7.77(2H.m),1 1 .10(1 H,s),1 
1.13(1H,brs),12.54(1H,brs). 
MS:558. 


60 
(HCI) 


3 


R 1 : 4-CI-2-The 
Ar : 


NMR;1 .07-1 .20(1 H.m),1 .22-1 .36(2H,m 
),1 .41-1 .55(2H,m),1 .59-1 .68(1 H,m),1 . 
82-1 .92(2H,m),2. 14-2.24(2H,m).3.27- 
3.35(7H,m),3.55-3.65(2H,m),7.24(1H, 
d, J=8.3Hz).7.50(1 H.d, J=1 .5Hz),7.57(1 
H,d,J=1.5Hz),7.97(1H,dd,J=1.5,8.3Hz) 
,8.06(1 H,s),1 0.74(1 H.brs), 12.1 3(1 H,s), 
12.63(1H,brs). 
MS;544. 
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Ex 
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Svn 


R 1 ,Ar 


Data 


61 


3 


R 1 : 4-CI-2-The 
Ar : 

-Q-O^OTBS 

c 
r 


MS;713. 

• 


62 


3 


R 1 : 4-CI-2-The 
Ar: 

— <^J>-0 i ^OTBS 


MS;709. 


63 


3 


R 1 : 4-CI-2-The 
At : 


MS;739,741. 


64 
(HCI) 


3 


R 1 : 4-CI-2-The 
At : 2-EtO-4-Py 


MS;532. 


65 
(HCI) 


3 


R 1 : 4-CI-2-The 

Ar : 5-CI-6-MeO-3-Py 


MS;552. 


66 


3 


R 1 : 4-0-2-The 
Ar : 5,6-diCI-3-Py 


MS-,556. 


67 
(HCI) 


3 


R 1 : 4-a-2-The 
Ar: 

-^J-0_OtBu 
Me 


MS;651. 


68 
(HCI) 


11 


R 1 : 4-CI-2-The 

Ar : 5-CI 

-6-HO(CH2) 2 N(Me) 
-3-Py 


NMR; 1.06-1 .20(1H,m).1 .22-1 .36 
(2H,m),1 .42-1 .57(2H.m),1 .59-1 . 
68(1 H,m),1 .80-1 .92(2H,m),2.16- 
2.27(2H,m),3.1 8(3H,s),3.20-3.6 
4(13H,m),7.48(1 H,d,J=1 .5Hz),7. 
56(1 H,d, J=1 .5Hz),833(1 H,d,J= 
2.0Hz),8.77(1H,d,J=2.0Hz).1 1 .2 
7(1H,brs),12.58(1H,brs). 
MS;595. 
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O 



Ex 
(Salt) 


Syn 


R 1 ,Ar 


Data 


69 
(HCI) 


11 


R 1 : 4-CI-2-The 
Ar : 5-d-6-HO(CH2)2NH 
-3-Py 


NMR;1 .06-1 .21(1 H,m),1 .22-1 .36 

(2H,m),1 .39-1 .53(2H,m),1 .58-1 . 

68(1 H,m),1 .80-1 .92(2H,m) J 2.1 3- 

2.24(2H,m),3.18-3.38(7H,m),3.5 

0-3.64(6H,m),7.20(1 H.brs),7.49 

(1 H,d, J=1 .4Hz).7.56(1 H,d, J=1 .4 

Hz),8.28(1H.d,J=2.0Hz),8.74(1 

H,d,J=2.0Hz),10.35(1H,brs),12. 

47(1H,brs). 

MS;581. 


70 
(HCI) 


6 


R 1 : 5-CI-2-The 
Ar : 3-F-4-HO-Ph 


MS;521. 


71 
(HCI) 


6 


R 1 : 4-CI-2-The 
Ar : 3-CU-HO-Ph 


NMR; 1 .06-1 .20(1 H,m),1 .21-1 .36 
(2H,m),1 .42-1 .56(2H,m),1 .59-1 . 
68(1H,m),1.81-1.91(2H,m),2.16- 
2.26(2H,m),3.20-3.45(7H,m),3.5 
4-3.63(2H,m),7.17(1 H,d, J=8.8H 
z),7.49(1 H.d, J=1 .4Hz),7.56(1 H, 
d,J=1 .4Hz),7.94(1 H.dd,J=2.4,8. 
8Hz),8.19(1H,d,J=2.4Hz),1 1 .26( 
1H,brs),12.51(1H,brs). 
MS;537. 


72 
(HCI) 


7 


R 1 : 5-CI-2-The 
Ar : 3-CI- 

4-HO(CH2) 2 0-Ph 


NMR; 1.07-1 .20(1 H,m),1 .22-1 .36 
(2H,m),1 .42-1 .55(2H,m),1 .60-1. 
68(1H,m),1.81-1.91(2H,m),2.16- 
2.26(2H,m),3.20-3.29(7H,m),3.5 
6-3.65(2H.m),3.78(2H,t,J=4.9H 
z),4.21(2H,t.J=4.9Hz),7.12(1H I d, 
J=3.9Hz),733(1 H,d,J=8.8Hz),7. 
47(1 H,d, J=3.9Hz),808(1 H.dd, J= 
8.8,2.0Hz),823(1 H,d.J=2.0Hz),1 
0.93(1 H,brs),12.63(1 H,brs). 
MS;581. 


73 
(HCI) 


7 


R 1 : 4-CI-2-The 
Ar : 3,5-diCI- 

4-HO(CHz)20-Ph 


NMR; 1 .07-1 .20(1 H,m),1 .22-1 .36 
(2H,m),1 .44-1 ,56(2H,m),1.60-1 . 
68(1 H,m),1 .83-1 .91(2H,m),2.17- 
2.26(2H,m),3.20-3.42(7H,m),3.5 
6-3.63(2H,m),3.78(2H,t,J=49Hz 
),4.13(2H,t,J=4.9Hz),7.49(1H l s), 
7.57(1 H,s),821(2H,s),1 1 .18(1 H, 
brs),1 2.79(1 H.brs). 
MS;615. 
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Ex 
(Salt) 


Syn 


R 1 ,Ar 


Data 


74 
(HCO 


7 


R 1 : 4-CI-2-The 
Ar : 3-CI-5-F- 

4-HO(CH2)20-Ph 


NMR;1 .07-1 .20(1 H,m),1 .21-1 .36 
(2H,m),1 .41-1.54(2H,m),1 .58-1 . 
68(1 H.m),1. 80-1 .92(2H,m),2.14- 
2.25(2H,m),3.25-3.37(7H,m),3.5 
6-3.64(2H,m),3.73(2H.t,J=4.9Hz 
).4.24(2H.t,J=4.9Hz),7.50(1 H.d. 
J=1 .0Hz),7.58(1 H,d,J=1 .0Hz).8. 
01(1H,dd,J=2.0,11.7Hz),8.11(1 
H,brs),1 0.77(1 H,brs),12.77(1 H,b 
rs). 

MS;599. 


75 
(HO) 


7 


R 1 : 4-CI-2-The 
Ar : 3-CI- 

4-H0(CHa)30-Ph 


NMR; 1.08-1 .20(1H,m),1 .22-1.36 
(2H,m),1 .41-1 .55(2H t m),1 .58-1 . 
68(1 H,m),1 .82-1 .90(2H,m),1 .92( 
2H.t Jss6.3Hz).2.19-2.22(2H.m). 
3.21 -3.37(7H,m),3.55-3.63(4H, 
m),4.25(2H,t,J=6.3Hz),7.32(1H, 
d, J=8.8Hz),7.50(1 H,s),7.57(1 H.s 
),8.09(1 H,dd,J=2.0,8.8Hz),8.24( 
1H,d,J=2.0Hz),10.83(1H,brs),12 
.62(1H,brs). 
MS;595. 


76 
(HCI) 


7 


R 1 : 4-CI-2-The 
Ar : 3-Br- 

4-HO(CH2)20-Ph 


NMR;1 .07-1 .20(1 H,m),1 .22-1 .36 
(2H,m),1 .42-1 .56(2H,m),1 .60-1 . 
67(1H,m),1 .81-1 .90(2H,m),2.18- 
2.25(2H,m),3.1 7-3.43(7H,m).3.5 
5-3.65(2H,m),3.78(2H,t,J=4.9Hz 
),4.20(2H,t,J=4.9Hz),7.29(1 H.d, 
J=8.8Hz),7.49(1 H,d,J=1 .5Hz),7. 
56(1 H,d, J=1 .5Hz),8. 12(1 H.dd. J= 
2.4,8.8Hz).8.39(1 H,d.J=2.4Hz),1 
1 .1 9(1 H,brs),12.61 (1 H.bra). 
MS:625,627. 


77 
(HCI) 


12 


R 1 : 4-CI-2-The 
Ar : 4-Me 2 NCH2-Ph 


MS;544. 
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Ex 
(Salt) 


Syn 


R 1 ,Ar 


Data 


78 
(HCD 


11 


R 1 : 4-CI-2-The 

At : 5-CI- 

6-MeO(CH2)2HN-3-Py 


NMR; 1.05-1 .20(1 H,m),1 .22-1 .36 
(2H,m),1 .42-1 .56(2H,m),1 .58-1 . 
68(1 H,m),1 .80-1 .93(2H,m),2.17- 
2.25(2H,m).3.22-3.45(7H,m),3.2 
8(3H,s),3.51 (2H,t,J=5.8Hz),3.55 
-3.67(4H,m).7.30(1 H,bre),7.49(1 
H.brs).7.56(1 H,brs),8.29(1 H.d.J 
=1 .9Hz).8.74(1 H.d. J=1 .9Hz), 1 1 . 
12(1 H,brs),12.47(1H,brs). 
MS.595. 


79 
(HCI) 


11 


At : 5-CI-6-(4-HO-1-pipe) 
-3-Py 


NMR; 1.07-1 .20(1 H,m),1 .22-1 .36 
(2H,m),1 .41-1.56(4H,m),1.60-1. 
67(1 H,m),1 .80-1 .92(4H,m),2.1 5- 
2.24(2H,m),3.13-3.37(9H f m),3.5 
5-3.63(2H,m),3.68-3.76(1 H,m),3 
.79-3.87(2H,m),7.49(1 H,d,J=1 .4 
Hz),7.57(1H.d,J=i.4Hz),8.38(1H 

,d,J=2.4Hz),8.82(1 H.d,J=2.4Hz), 

10.92(1H,brs),12.66(1H.s). 

MS:621. 


80 


11 


R 1 : 4-CI-2-The 
Ar : 5-CI-6-(3-oxo-1-pipa) 
-3-Py 


NMR;1 .06-1 .20(1 H,m),1 .22-1 .36 
(2H,m),1 .40-1 .54(2H,m),1 .58-1 . 
69(1H,m),1 .81-1 .92(2H,m),2.13- 
2.24(2H,m),3.23-3.38(8H,m),3.5 
7-3.63(3H,m),3.77(2H,t,J=5.4Hz 
),4.05(2H,brs).7.49(1 H,d,J=1 .5H 
Z),7.57(l n,0,J— 1 .onZj.o.uo^in, 
brs),8.45(1 H,d, J=1 .9Hz),8.86(1 
H.d; J=1 .9Hz),1 0.62(1 H,brs),12. 
73(1 H,s). 
MS:620. 


81 
(HCI) 


11 


R 1 : 4-CI-2-The 

Ar : 5-CI 

-6-(4-Et0 2 C-1-pipe) 
-3-Py 


NMR.1 .05-1 .20(1 H.m), 1 .20(3H,t 
,J=6.8Hz),1 .22-1 .36(2H,m),1 .42- 
1 .55(2H,m), 1 .58-1 .75(3H,m),1 .8 
0-2.00(4H,m),2.16-2.25(2H,m),2 
.57-2.68(1 H,m),3.00-3.08(2H,m) 
,3.20-3.47(7H,m),3.53-3.65(2H, 
m).3.93-4.04(2H,m).4.08(2H,q,J 
=6.8Hz),7.49(1 H,d, J=1 .5Hz),7.5 
6(1 H,d,J=1 .5Hz),8.40(1 H,d,J=2. 
0Hz),8.84(1 H,d,J=2.0Hz),1 1 .17( 
1H,brs),12.67(1H,s). 
MS;677. 
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Ex 
(Salt) 


Syn 


R 1 ,Ar 


Data 


82 
(HCI) 


11 


R 1 : 4-CI-2-The 

Ar : 5-CI-6-(H2NOC-1-pipe) 

-3-Py 


NMR;1 .05-1 .20(1H,m).1 .22-1 .36 
(2H,m),1 .41-1 .54(2H.m),1. 58-1 . 
74(3H,m),1 .77-1 .92(4H,m),2.16- 
2.24(2H.m),2.34-2.42(1 H,m),2.9 
5(2H.t, J=1 2.2Hz),3.25-3.36(7H, 
m),3.52-3.64(2H.m),4.07(2H,d.J 
s12.2Hz),6.80(1H, s),7.32(1H, 
s),7.49(1 H,d,J=1 .5Hz),7.57(1 H, 
d,J=1 .5Hz),8.40(1 H,d, J=2.4Hz), 
8.83(1H,d,J=2.4Hz),10.73(1H,br 
s),1 2.67(1 H,s). 
MS;648. 


i 83 
(HCI) 


10 


R 1 : 4-CI-2-The 
At : 5-CI-6-HO(CH2) 3 0 
-3-Py 


N MR; 1 .06-1 .20(1 H.m), 1 .22-1 .36 
(2H,m),1 .41-1 .54(2H,m),1 .60-1 . 
68(1 H,m),1 .82-1 .95(2H,m),1 .92( 
2H,t,J=6.4Hz),2.15-2.24(2H,m), 
3.22-3.36(7H,m).3.55-3.63(2H, 
m),3.58(2H,t,J=6.4Hz),4.51 (2H,t 
, J=6.4Hz),7.49(1 H,d, J=1 .5Hz),7. 
57(1H,d,J=1.5Hz),8 53(1H,d,J=2 
.0Hz).8.82(1H,d,J=2.OHz),1O.83 
(1H,brs),12.78(1H,s). 
MS;596. 


84 


3 


R 1 : 4-CI-2-The 
Ar : 

N' N ^^s^OTBS 


MS;663. 


85 
(HCI) 


13 


R 1 : 4-CI-2-The 
Ar: __ < /5 !a f CH 3 


MS;549. 
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Ex 
(Salt) 


Syn 


R\ R 2 , Ar 


Data 


j 86 
(HCI) 


2 


R 1 : 5-CI-2-The 
R 2 : 4-nPr-1-pipe 
Ar : quinolIn-6-yl 


NMR;0.90(3H,t,J=6.9Hz),1 .25- 
1 .50(7H,m),1 .75-1 .87(2H,m),2 
.65-2.75(2H,m),3.04-3.18(2H, 
m),7.1 1(1H,d,J=3.9Hz),7.41(1 
H,d,J=3.9Hz),8.01(1H,dd,J=3. 
9,8.3Hz),841(1 H,d,J=8.8Hz),8 
.55(1 H,d, J=8.8Hz).8.96-9.07(2 
H,m),9.30(1 H.d,J=3.9Hz),12.9 
6(1H,brs). 
MS;497. 


87 
(HCI) 


2 


R 1 : 5-CI-2-The 

R 2 : Mev^^s^/v. 

Ar : quinolin-6-yl 


MS;495. 


88 
(HCO 


7 


R 1 : 4-CI-2-The 

R 2 : 4-nPr-1-plpa 

Ar : 3-CI-4-HO(CH2> 2 0-Ph 


NMRlO.gSOH.tJ^aHz).! .71- 
1 .82(2H,m),3.1 1-3.36(8H,m), 
3.60(2H,d,J=10.3Hz),3.78(2H, 
t,J=5.2Hz).4.21(2H,t,J=4.9Hz), 
7.33(1 H,d,J=8.8Hz).7.50(1H, 
d,J=1 .9Hz),7.58(1 H,d,J=2.0H 
z),8.08(1 H,dd, J=2.0Hz.J=8.8H 
z),8.24(1H,d.J=2.0Hz),10.73(1 
H,brs),12.62(1H.s). 
MS:541. 


89 
(HCI) 


3 


R 1 : 4-CI-2-The 

R 2 : Mor 

Ar : quinolin-6-yl 


NMR;2.95(4H,brs),3.83(4H,br 
s),7.50(1 H,d,J=1 .5Hz),7.55(1 
H.d. J=1 .5Hz).7.82(1 H.dd, J=4. 
4Hz, J=8.3Hz),824(1 H,d.J=8.8 
Hz),8.43(1 H,d,J=8.8Hz).875(1 
H,d,J=7.8Hz),8.92(1 H,s).9.16 
(1 H,d,J=4.4Hz), 1 2.92(1 H.brs). 
MS;457. 
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No 


R 1a 


R 2 


Ar 


A1 


5-CF 3 


4-cHex-1-pipa 


2-MeO-4-Py 


A2 






A3 






3-CI-4-HO(CH s )90-Ph 


A4 






5-CI-6-HOfCH») 3 NH-3-Py 


i A5 






3-CI-4-HO-Ph 


A6 


4-Br 


• 


2-MeO-4-Py 


A7 




^/•J>— 6 — 


A8 






3-CW-HO(CH 2 ) 2 0-Ph 


A9 






5-CI-6-HO(CH,) 3 NH-3-Py 


A10 






3-CW-HO-Ph 


A11 


4-F 






A12 




3-CM-HO(CH 2 )20-Ph 


A13 






5-CI-6-HO(CH,) a NH-3-Py 


A14 






3-CM-HO-Ph 


A15 


4-CF3 




2-MeO-4-Py 


A16 






A17 






3-CI-4-H0(CH 2 )20-Ph 


A18 






5-0-6-HO(CH,kNH-3-Py 


A19 






3-CM-HO-Ph 


A20 


4-F-5-CI 




4=-/'J>— 6 — fJU 


A21 




3-CI-4-HO(CH 2 ) 2 0-Pri 


A22 






5-CI-6-HO(CH9)aNH-3-Py 


A23 






3-CM-HO-Ph j 


A24 


4,5-diCI 




2-MeO-4-Pv _j 


A25 




6— iiV 


A26 








A27 






5-CI-6-HO(CH^ a NH-3-Py 


A28 






3-CI-4-HO-Ph 


A29 


4-CI 


4-nPr-1-pipa 




A30 




5-CI-6-HO(CH 2 )aNH-3.Py 


A31 






3-CM-HO-Ph l 


A32 


4-Br 




2-MeO-4-Pv 


A33 




*yy:/-e— 


A34 






3-d-4-HO(CH2) 2 0-Ph 


A35 






5-0-6-HO(CH2) 3 NH-3-Py 


A36 






3-CI-4-HO-Ph 


A37 


4-CF3 




2-Me04-Py 


A38 






*yy:/— e— ou 


A39 






3-CI-4-HO(CH2) 2 0-Ph 


A40 






5-CI-6-HO(CH2) 3 NH-3-Py 


A41 






3-CI-4-HO-Ph 
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C*2 0] 




No 


R 2 


Ar 


B1 


Mor 


2-MeO-4-Py 


B2 






B3 




3-CI-4-HO(CH2)20-Ph 


B4 




5-CI-6-HO(CHa) a NH-3-Py 


B5 




3-CM-HO-Ph 


B6 




2-MeO-4-Py 


B7 






B8 




3-CM-HO(CH 2 ) 2 0-Ph 


B9 




5-0-6-HO(CH 2 ) 3 NH-3-Py 


B10 




3-CM-HO-Ph 


B11 




2-MeO-4-Py J 


B12 




+y'J>-6 — J 


B13 




3-CM-HO(CH 2 ) 2 0-Ph 


B14 


5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B15 




3-CM-HO-Ph 


B16 




2-MeO-4-Py 


B17 






B18 


yv 


3-CM-HO(CH 2 ) 2 OPh I 


B19 




5-CI-6-HO(CH 2 ) 3 NH-3-Py i 


B20 




3-CM-HO-Ph 


B21 


4-nBu-1-pipa 


2-MeO-4-Py 


B22 




B23 




S-CM-HOCCH^^Ph 


B24 




5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B25 




3-CM-HO-Ph 


B26 


4-(3-Pentyl)-1-pipa 


2-MeO-4-Py 


B27 




B28 




3-CM-HO(CH 2 ) 2 0-Ph 


B29 




5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B30 




3-CM-HO-Ph 


B31 


4-Pr-3,5-diMe-1 -pipa 


2-MeO-4-Py 


B32 




4r>"J>-6 — f;i/ 


B33 




3-CI-4-HO(CH 2 ) 2 0-Ph 


B34 




5-CI-6-HO(CH 2 ) a NH-3-Py 


B35 




3-CM-HO-Ph 


B36 


4-cPent-1-pipa 


2-MeO-4-Py 


B37 




*cJ*)l/-G — 


B38 




3-CI-4-HO(CH 2 )20-Ph 


B39 




5-0-6-HO(CH 2 ) 3 NH-3-Py 


B40 




3-CM-HO-Ph 
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No 


R 2 


" Ar ! 


B41 


4-cHept-1-pipa 


2-MeO-4-Py 


B42 






B43 




3-d-4-HO(CH 2 )20-Ph 


B44 




5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B45 




3-CMrHO-Ph | 


B46 


4-nPM-pipe 


— (il> 


B47 j 




3-d-4-HO(CH 2 )20-Ph 


I B48 




5-C1-6-HO(CH 2 ) 3 NH-3-Py 


B49 




3-CI-4-HO-Ph I 


BSO 




3-F-4-HO-Ph 


B51 


4-(1-pipe)-1-ptpe 


2-MeO-4-Py 


B52 | 




B53 




S-CM-HCHCHzfcO-Ph 


B54 




5-CI-6-HO(CH 2 )aNH-3-Py i 


B55 




3-CI-4-HO-Ph | 


B56 


4-(4~F-1-pipe)-1-pipe 


2-MeCM-Py 


B57 


*y'J>-6 — <)l 


B58 




3-Cl-4-HO(CH 2 ) 2 0-Ph 


B59 




5-CI-6-HO(CH 2 )sNH-3-Py 


B60 




3-CI-4-HO-Ph 


B61 




2-MeO-4-Py 


B62 


F _ 




B63 


3-CI-4-HO(CH 2 ) 2 0-Ph 


B64 


5-CI-6-H0(CH 2 ) 3 NH-3-Py 


B65 




3-CM-HO-Ph 


B66 




2-MeO-4-Py 


B67 






B68 


3-CI-4-HCKCH 2 ) 2 0-Ph 


B69 


5-CI-6-HO(CH 2 )3NH-3-Py 


B70 




3-CI-4-HO-Ph 


B71 




2-MeO-4-Py 


B72 






B73 


oo 


3-CI-4-HO(CH 2 )20-Ph 


B74 




5-CI-6-HO(CH 2 ) a NH-3-Py 


B75 




3-CI-4-HO-Ph 


B76 




2-MeO-4-Py 


B77 






B78 




3-CI-4-HO(CH 2 ) 2 0-Ph 


B79 




5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B80 




3-CI-4-HO-Ph 
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No 


R 2 


Ar 


R81 

DO 1 




2-MeO-4-Py 


B82 










3-CI-4-H0(CH 2 )20-Ph 


B84 




5-CI-6-HO(CH 2 ) 3 NH-3-Py 


B85 




3-CI-4-HO-Ph 


R86 




2-MeO-4-Py 


R87 

DO f 




4r/U>— 6— -yju 


DOO 




3-CM-HO(CH 2 ) 2 0-Ph . 


RfiQ 




5-CI-6-HO(CH 2 )3NH-3-Py | 


B90 




3-CM-HO-Ph | 


B91 

Dw 1 


4-(4-F-cHex)-1-pipa 


2-MeO-4-Py | 


RQ2 


6— OU 


R93 


3-CI-4-HO(CH 2 ) 2 0-Ph 




5-d-6-HO(CH 2 ) 3 NH-3-Py 


B95 i 


3-CM-HO-Ph 


RQfi 


4-(4-MeO-cHex)-1-pipa 


2-MeO-4-Py 


RQ7 


6 — ()U 


RQft 


3-CM-H0(CH 2 ) 2 O-Ph 


RQQ 


5-CI-6-HO(CH 2 ) 3 NH-3-Py 


D 1 WW 


3-CI-4-HO-Ph 


R101 

Dlvl 


4-(4-CF3-cHex)-1 -pipa 


2-MeO-4-Py 


R102 


4r/'J>— 6 — OU 


D 1 ww 


S-CM-HOCO-WjjO-Ph 


R104 

D lw*t 


5-d-6-HO(CH 2 ) 3 NH-3-Py 


B105 


3-CI-4-HO-Ph 


B106 




2-MeO-4-Py 


B107 




B108 


3-CM-HO(CH 2 ) 2 0-Ph 


B109 


5-d-6-HO(CH 2 )aNH-3-Py 


B110 


3-CM-HO-Ph 


B111 




2-MeO-4-Py I 


B112 




B113 


3-CI-4-HO(CH 2 )20-Ph 


i B114 


5-CI-€-HO(CH 2 )3NH-3-Py 


B115 


3-CM-HO-Ph 


B116 




2-MeO-4-Py 


B117 




*yy>-6— to i 


B118 




3-CI-4-HO(CH 2 ) 2 0-Ph 


B119 


F 3 C^ ^ 


5-C!-6-HO(CH 2 )3NH-3-Py 


B120 




3-CM-HO-Ph 
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R V S ) 



No 


R 


Ar 


C1 




2-MeO-4-Py 


C2 I 




*y«Ji/-6— f;u 


i C3 




3-C!-4-HO(CH 2 )20-Ph 


C4 




5-a-6-H0(CH,) 3 NH-3-Py 


C5 




3-CI-4-HO-Ph 


C6 




2-MeO-4-Py 


C7 






C8 




3-CI-4-HO(CH2) 2 0-Ph 


C9 




5-CI-6-HO(CH,) a NH-3-Py 


C10 




3-CI-4-HO-Ph 


C11 




2-MeO-4-Py 


C12 


H0,C /—v 




C13 


S-CM-HCXCHkfeO-Ph 


C14 


\ ✓ 


5-CI-6-HCMCH 9 )aNH-3-Py 


C15 




3-CI-4-HO-Ph 


C16 




2-MeO-4-Py 


C17 


HJ40C /— \ 

V i / 




C18 


3-CI-4-HO(CH 2 ) 2 0-Ph | 


C19 


5-CI-6-HO(CH 2 ) 3 NH-3-Py 


C20 




3-CW-HO-Ph 


C21 




2-MeO-4-Py 


C22 


Me S -\_J*- 




C23 




C24 


5-CI-6-HO(CH 2 )aNH-3-Py 






3-CI-4-HO-Ph 


C26 




2-MeO-4-Py 


C27 






C28 


3-CI-4-HO(CH 2 ) 2 0-Ph 


C29 


5-CI-6-HO(CH 2 ) 3 NH-3-Py 


C30 




3-CI-4-HO-PH 


C31 




2-MeO-4-Py 


C32 






C33 




3-CI-4-HO(CH 2 ) 2 0-Ph 


C34 




5-CI-6-HO(CH 2 )3NH-3-Py 


C35 




3-CM-HO-Ph 


C36 




2-MeO-4-Py 


C37 






C38 




S-CM-HOCCH^O-Ph 


C39 




5-CI-6-HO(CH2) 3 NH-3-Py 


C40 


- F 3 C-^ 


3-CI-4-HO-Ph 
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No 



Ar 



C41 



C42 



C43 



S-CM-HCXCH^gO-Ph 



5-CI-6-HO(CH 2 ) 3 NH-3-Py 



C44 



3-CI-4-HO-PH 



C45 



C46 



C47 



C48 



3-CI-4-HO(CH2)2Q-Ph 



5-d-6-HO(CH2)3NH-3-Py 



3-CI-4-HOPh 



C49 



C50 



C51 



C52 



2-MeO-4-Py 



^yu>-6 — r;u 



3-CI-4-HCXCH g )gO-Ph 



5-C»-6-HO(CH g ) 3 NH-3-Py 



C53 



3-CW-HO-Ph 



C54 



C55 



1-pipe 



2-MeO-4-Py 



C56 



3-CI-4-HO(CH g ) 2 Q-Ph 



C57 



CS8 



5-CI-6-HO(CH 2 )aNH-3-Py 
3-CI-4-HO-Ph 



C59 



C60 



4-F-1-pipe 



2-MeO-4-Py 



C61 



3-CI^-HO(CH 2 )20-Ph 



C62 



S-CI-e-HOCCHg^aNH-a-Py 



C63 



3-CM-HO-Ph 



C64 



C65 



3-(Me 2 NCH 2 )-1-pipe 



2-MeO-4-Py 



C66 



3-CI-4-HO(CH 2 )gO-Ph 



C67 



C68 



5-g-6-HO(CH 2 ) 3 NH-3-Py 
3-Cl-4-HO-Ph 



C69 



C70 



2-(Me2NCH2)-1-pipe 



2-MeQ4-Py 



C71 



3-CI-4-HQ(CH 2 )gO-Ph 



C72 



C73 



5-CI-6-HO(CH 2 V>NH-3-Py 
3-CM-HO-Ph 



[0 0 9 8] 
C^2 5] 



5 7 
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—010413 




No 


R z 


Ar 


C74 


4-cHex-1-pipa 




C75 


4-nPM-pipa 




C76 


4-nPM-pipe 




C77 


4-cHex-1-pipa 




C78 


4-nPM-pipa 




C79 


4-nPr-1-pipe 


- 


C80 


4-cHex-1-pipa 




C81 


4-nPM-pipa 




C82 


4-nPr-1-pipe 




C83 


4-cHex-1-pipa 




C84 


4-nPM-pipa 




C85 


4-nPM-pipe 




C86 


4-cHex-1-pipa 




C87 


4-nPr-1-pipa 




C88 


4-nPr-1-pipe 




C89 


4-nPM-pipa 




AAA 

C9u 


4-nKr- i-pipe 




C91 


4-cHex-1-pipa 




C92 


4-nPM-pipa 




C93 


4-nPM-pipe 




C94 


4-cHex-1-pipa 




C95 


4-nPr-1-pipa 




C9o 


4-rirT- 1 -pipe 




C97 


4-nPr-1-pipa 




C98 


4-nPM-pipe 


C99 


4~nPr-1-pipa 




C100 


4-nPr-1-Dioe 


C101 


4-cHex-1-pipa 


H 


C102 


4-nPM-pipa 


-rS-6 


C103 


4-nPr-1-pipe 




C104 


4-cHex-1-pipa 




C105 


4-nPM-pipa 


C106 


4-nPM-pipe 


C107 


4-cHex-1-pipa 


-Q- NH 


C108 


4-nPM-pipa 


C109 


4-nPr-1-pipe 




C110 


4-nPM-pipa 




cm 


4-nPr-1-pipe 




C112 


4-cHex-1-pipa 


wv^>"J>-7—f;u 


C113 


4-nPM-pipa 




C114 


4-nPr-1-pipe 





5 8 ffiEff 2003-3010154 



#2 002 — 010413 



[0 0 9 9] 
[*2 6] 




No 


R 


Ar 


D1 


4-cHex-1-pipa 




D2 


4-nPr-1-pipa 


03 


4-nPr-1-pipe 


D4 


4-cHex-1-pipa 




D5 


4-nPM-pipa 


Do 


4-nPr-1-pipe 


D7 


4-cHex-1-pipa 




D8 


4-nPM-pipa 


D9 


4-nPM-pipe 


D10 


4-cHex-l-pipa 




D11 


4-nPM-pipa 


D12 


4-nPr-1-pipe 


D13 ! 


4-cHex-1-pipa 


1— 1, 2, 3, 4 — rr^fcr- 


I D14 i 


4-nPM-pipa 


D15 


4-nPM-pipe 


D16 


4~cHex-1-pipa 


1 — y^U— 3. 4— vfcrO — 2H— 

1. 4-^/J/!Wp*{?>-7- f/U 


D17 


4-nPM-pipa 


D18 


4-nPM-pipe 


D19 


4-cHex-1-pipa 




D20 


4-nPM-pipa 


D21 


4-nPr-1-pipe 


022 


4-cHex-1-pipa 


1 — J*^=-;i — 3, 4-5/tKP-2H- 

i. 4— 7— ou 


D23 


4-nPr-1-pipa 


D24 


4-nPr-1-pipe 


D25 


4-cHex-1-pipa 


3-F-4-HOCH 2 CH 2 0-Ph 


D26 


4-nPM-pipa 


D27 


4-nPM-pipe 


D28 


4-nPM-pipa 


3-Br-4-HOCH 2 CH20-Ph j 


D29 


4-nPr-1-pipe 


D30 


4-cHex-1-pipa 


3-Me-4-HOCH 2 CHaO-Ph 


D31 


4-nPM-pipa 


! D32 


4-nPM-pipe 


D33 


4-cHex-1-pipa 


3-CF3-4-HOCH 2 CH 2 0-Ph 


D34 


4-nPM-pipa 


D35 


4-nPM-pipe 


D36 


4-cHex-1-pipa 


3.5-diF-4-HOCH 2 CH 2 0-Ph 


D37 


4-nPr-1-pipa 


D38 


4-nPr-1-pipe 


D39 


4-nPr-1-pipa 


3,5-diCI-4-HOCH 2 CH 2 0-Ph 


D40 


4-nPM-pipe 




D41 


4-nPr-1~pipa 


3-CI-5-F-4-HOCH 2 CH 2 OPh 


D42 


4-nPr-1-pipe 





ffilflE# 2003-3010154 



#2 002 — 010413 
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#2 002 — 010413 




No 


R 2 


Ar 


D43 


4-cHex-1-pipa 


3-F-4-MeOCH 2 CH 2 0-Ph 


D44 


4-nPr-1-pipa 


D45 


4-nPr-1-pipe 


D46 


4-cHex- 1 -Dioa 


3-Br-4*Me0CH 2 CH 2 O-Ph 


D47 


4-nPr-1-pipa 


D48 


4-nPM-pipe 




4-cHex- 1 -oioa 


3-Me-4-MeOCH 2 CH 2 0-Ph 


D50 


4-nPr-1-pipa 


D51 


4-nPr-1-pipe 


D52 


4-cHex-1-DiDa 


3-CF3^MeOCH 2 CH 2 0-Ph 


D53 


4-nPM-pipa 


□54 


Mor 


! D55 


4-nPr-1-pipa 


3-CI-4-HOCH 2 CH 2 CH 2 0-Ph 


D56 


4-nPr-1-pipe 


DS7 


4-cHex-1 -Dioa 


3^t-5-F-4-HOCH2CH 2 CH 2 0-Ph 


D58 


4-nPr-1-pipa 


D59 


4-nPr-1-pipe 


D60 


4-cHex-1 -Dioa 


^S-diF^-HOC^CHjtC^O-Ph 


D61 


4-nPr-1-pipa 


D62 


4-nPr-1-pipe 




4-eHex- 1 -Dioa 


3-CI-4-MeOCH 2 CH 2 CH 2 0-Ph 


D64 


4-nPM-pipa 


D65 


4-nPr-1-pipe 


D66 


4-nPM-pipa 


3-CI-4-HO-Ph 


D67 


4-nPr-1-pipe 


D68 


4-cHex-1-pipa 


3,5-diF-4-HO-Ph 


D69 


4-nPr-1-pipa 


rv7t\ 
u/O 


«t-nrT- 1 -pipe 


I D71 


4-cHex-1-pipa 


3-CI-5-F-4-HO-Ph 


D72 


4-nPM-pipa 


D73 


4-nPM-pipe 


TY7A 


*T"unCA i |ji|jci 


3 5-diCk4-HO-Ph 


D75 


4-nPr-1-pipa 


D76 


4-nPM-pipe 


D77 


4-nPM-pipa 




D78 


4-nPM-pipe 


Me 


D79 


4-cHex-1-pipa 


CI 


D80 


4-nPM-pipa 




D81 


4-nPr-1-pipe 


Me 


D82 


4-cHex-1-pipa 


CI 


D83 


4-nPr-1-pipa 




D84 


4-nPr-1-pipe 


Me 
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c, -vl ° 



No 




Ar 


D85 


4-cHex-1-pipa 




D86 


4-nPr-1-pipa 


-\>°s_< OMe 
Me 


D87 


4-nPM-pipe 


D88 


4-cHex-1-pipa 




D89 


4-nPM-pipa 


D90 


4-nPr-1-pipe 


D91 


4-cHex-:1-pipa 




D92 


4-nPM-pipa 




D93 


4-nPr-1-pipe 


D94 


4-cHex-1-pipa 


PI 


D95 


4-nPr-1-pipa 




D96 


4-nPr-1-pipe 




D97 


4-cHex-1-pipa 


p 

-{>Vo 


D98 


4-nPr-1-pjpa 


D99 


4-nPr-1-pipe 


D100 


4-cHex-1-pipa 


a 

-0 0 wTo 


D101 


4-nPr-1-pipa 


D102 


4-nPr-1-pipe 


D103 


4-cHex-1-pipa 


P 


U1U4 


A nDr 4 nino 

i-pipa 


— ^^-O OH 

\_AIJ 


D105 


4-nPM-pipe 


D106 


4-cHex-1-pipa 




D107 


4-nPr-1-pipa 


-(To OH 

\-OMe 


r~\4 no 
D108 


4-nrr- i-pipe 


D109 


4-cHex-1-pipa 


CI 


D110 


4-nPr-1-pipa 


D111 


4-nPr-1-pipe 


^OH 


D112 


4-cHex-1-pipa 


CI 


D113 


4-nPr-1-pipa 




D114 


4-nPr-1-pipe 




D115 


4-cHex-1-pipa 




D116 


4-nPM-pipa 




I D117 


4-nPr-1-pipe 




D118 


4-cHex-1-pipa 




D119 


4-nPM-pipa 




D120 


4-nPM-pipe 
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6 4 miE# 2003-3010154 



#2 002 — 010413 



S v H 
O 



No 


R z 


Ar 


E1 


4-cHex-1-pipa 


CI 

—£ Vn so 


E2 


4-nPM-pipa 


E3 


4-nPM-pipe 


E4 


4-cHex-1-pipa 


3-F-4-(4-Et0 2 C-1-pipe)-Ph 


E5 


4-nPM-pipa 




E6 


4~nPr-1-pipe 




E7 


4-cHex-1-pipa 


3-F^(4-H 2 NOC-1-pipe)-Ph 


E8 


4-nPM-pipa 




E9 i 


4-nPM-pipe 




E10 


4-cHex-1-pipa 


3-F-4-(4-H0 2 01-pipe)-Ph 


E11 


4-nPM-pipa 




E12 


4-nPr-1-pipe 




E13 


4-cHex-1-pipa 


3-CI-4-(4-Et0 2 C-1-pipe)-Ph ! 


E14 


4-nPr-1-pipa 




E15 


4-nPr-1-pipe 




E16 


4-cHex-1-pipa 


3-CM-(4-H 2 NOC-1-pipe)-Ph 


E17 


4-nPM-pipa 




E18 


4-nPM-pipe 




E19 


4-cHex-1-pipa 


3-CI-4-(4-H0 2 C-1-pipe)-Ph 


E20 


4-nPM-pipa 




E21 


4-nPM-pipe 




E22 


4-cHex-1-pipa 


3-Br-4-(4-EtQ 2 C-1-pipe)-Ph 


E23 


4-nPr-1-pipa 




E24 


4-nPr-1-pipe 




E25 


4-cHex-1-pipa 


3-Br-4-(4-H 2 NOC-1-pipe)-Ph 


E26 


4-nPr-1-pipa 




E27 


4-nPM-pipe 




E28 


4-cHex-1-pipa 


3-Br-4-(4-H0 2 C-1-pipe)-Ph 


E29 


4-nPM-pipa 




E30 


4-nPM-pipe 




E31 


4-cHex-l-pipa 


3 f 5-diF-4-(4-Et0 2 C-1-pipe)-Ph 


E32 


4-nPM-pipa 




E33 


4-nPr-1-pipe 




E34 


4-cHex-1-pipa 


3,5-diF-4-(4.H 2 NOC-1-pipe)-Ph 


E35 


4-nPr-1-pipa 




E36 


4-nPr-1-pipe 




E37 


4-cHex-1-pipa 


3,5-diF^(4-H0 2 C-1-pipe)-Ph 


E38 


4-nPr-1-pipa 




E39 


4-nPr-1-pipe 




E40 


4-cHex-1-pipa 


3-CI-5-F^(4-Et0 2 C-1-pipe)-Ph 


E41 


4-nPr-1-pipa 




E42 


4-nPM-pipe 




E43 


4-cHex-1-pipa 


3-CI-5-F-4-(4-H 2 NOC-1-pipe)-Ph 


E44 


4-nPr-1-pipa 




E45 


4-nPM-pipe 
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—010413 




No 


R 2 


At 


E46 


4-cHex-1-pipa i 


3-C!-5-F-4-(4-H0 2 C-1-pipe)-Ph 


E47 


4-nPM-pipa | 




E48 


4-nPr-1-DiDe ! 




E49 


4-cHex-1-pipa 


a-CM-HaNOCCHaO-Ph 


E50 


4-nPM-pipa | 


- 


E51 


4-nPM-DiDe 




E52 


4-cHex-1-pipa 


3-CI-4-H 2 NCH 2 CH 2 0-Ph 


E53 


4-nPM-pipa 




E54 


4~nPr-1-pipe 




E55 


4-nPr-1-pjpa 


5-CI-6-HOCH 2 CH 2 0-3-Py 


E56 


4-nPr-1-DiD© 




E57 


4-cHex-1-pipa 


5-CI-6-MeOCH 2 CH 2 0-3-Py 


E58 


4-nPr-1-pipa 




E59 


4-nPM-pipe 




E60 


4-nPr-1-pipa 


S-CI-e-HOCHaCHzCHzO-a-Py 


E61 

ii iw i 


4-nPr-1-Dioe 

■ % mm m I mnmm*^r 




E62 


4-cHex-1-pipa 


5^I^MeOCH 2 CH 2 CH 2 0-3-Py 


E63 


4-nPr-l-Dioa 




E64 


4-nPr-1-pipe 




E65 


4-nPr-1-pipa 


5-CI-6-HOCH2CH2CH2NH-3-Py 


E66 


4-nPr-1-DiDe 




E67 


4-cHex-1-pipa 


5-d-6-MeOCH 2 CH 2 CH 2 NH-3-Py 


E68 

www 


4-nPr-1-Dioa 




E69 


4-nPM-pipe 




E70 


4-cHex-1-pipa 


5-CI-6-H 2 NCH 2 CH 2 CH 2 NH-3-Py 


E71 


4-nPr-1-oiDa 




E72 


4-nPr-i-pipe 




E73 


4-nPr-l-pipa 


5-CI-6-HOCH 2 CH 2 NH-3-Py 


E74 


4-nPr-1-Dioe 

III I I f^wf*** 




E75 


4-nPr-1-pipa 


5-CI-6-MeOCH 2 CH 2 NH-3-Py 


E76 


4-nPr-1-pipe 




E77 


4-cHex-1-pipa 


6-CI-6-H 2 NCH 2 CH 2 NH-3-Py 


E78 


4-nPr-1-pipa 




E79 


4-nPr-1-pipe 




E80 


4-nPr-1-pipa 


S-CI-e-HOCHsCHaNCMe^-Py 


E81 


4-nPr-1-pipe 




E82 


4-cHex-1-pipa 


5-Cl-6-MeOCH 2 CH 2 N(Me)-3-Py 


E83 


4-nPr-1-pipa 




E84 


4-nPr-1-pipe 




E85 


4-cHex-1-pipa 


5-CI-6-HOCH 2 CH 2 CH 2 N(Me)-3-Py 


E86 


4-nPr-1-pipa 




| E87 


4-nPr-1-plpe 




E88 


4-cHex-1-pipa 


5-CI-6-MeOCH 2 CH 2 CH 2 N(Me)-3-Py 


E89 


4-nPr-1-pipa 




E90 


4-nPr-1-pipe 





6 7 2003-3010154 



#2002—010413 
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6 8 



ffi|E# 2003-3010154 



#2002—010413 



No 




Ar 


F1 


4-cHex-1-pipa 


2-HOCH 2 CH 2 0-4-Py 


F2 


4-nPr-1-DiDa 


i F3 


4-nPr-1-pipe 


F4 


4-cHex-1-pipa 


2-MeOCH 2 CH 2 0-4-Py 


F5 


4-nPr-1-pipa 


F6 


4~nPr-1-pipe 


F7 


4-cHex-1-pipa 




F8 


4-nPr-1-pipa 


F9 


4-nPr-i-pipe 


F10 


4-nPM-pipa 


^ Me 
N' N n^s^OH 


F11 


4-nPM-pipe 


F12 


4-cHex-1-pipa 




F13 


4-nPM-pipa 


F14 


4-nPM-pipe 


F15 


4-cHex-1-pipa 


5-CI-6-HOCH(Me)CH 2 NH-3-Py 


F16 


4-nPr-1-oiDa 


F17 


4-nPr-1-pipe 


P1A 
r IO 




a 

OH 


F19 


4-nPr-1-pipa 


F20 


4-nPr-1-pipe 


F21 


4-cHex-i-pipa 


' CI 

OH 


F22 


4-nPM-pipa 


F23 


4-nPr-1-pipe 


PZ4 


>f aUav 4 Minn 

4-Cnex- 1 -pipa 


CI 

-Q-\,^ OMe 

N 


F25 


4-nPr-1-pipa 


F26 


4-nPr-1-pipe 




4-cHex-1 -Dtoa 


5-CI-6-HOCH(Me)CH 2 NH-3-Py 


F28 


4-nPr-1-pipa 


F29 


4-nPr-1-pipe 


F30 


4-cHex-1-pipa 


5-CI-6-HOCH(Me)CH2NH-3-Py 


F31 


4-nPM-pipa 


F32 


4-nPr-1-pipe 




F33 


4-cHex-1-pipa 


5-CI-6-{HOCH2CH2)2N-3-Py 


F34 


4-nPM-pipa 




F35 


4-nPM-pipe 




F36 


4-cHex-1-pipa 


5-CI-6-(4-HO-cHex)NH-3-Py 


F37 


4~nPr-1-pipa 




F38 


4-nPM-pipe 




F39 


4-cHex-1-pipa 


5-CI-6-(3-HO-cHex)NH-3-Py 


F40 


4-nPM-pipa 




F41 


4-nPr-1-pipe 





6 9 ffiliESf 2003-30101 5 4 



#2 002 — 010413 



[0 10 5] 
[MS 2] 




No 


R* 


Ar 


F42 


4-cHex-1-pipa 


5-CI-6-(2-HOcHex)NH-3-Py 


F43 


4-nPr-1-pipa 


F44 


4-nPr-1-pipe 


F45 


4-nPM-pipa 


5-Cl-6-(4-HO-1-pipe)-3-Py 


F46 


4-nPr-1-pipe 


F47 


4-cHex~1-pipa I 


5-CI-6-(3-HO-1-pipe)-3-Py 


F48 


4-nPr-1-pipa 


F49 


4-nPM-pipe 


F50 


4-cHex-1-pipa 


5-CI-6-(4-HOCH2-1-pipe)-3.Py 


F51 


4-nPM-pipa I 


F52 


4-nPr-1-pipe 


F53 | 


4-cHex-1-pipa 


5-CI-6-(»-HOCH2-1-pipe)-3-Py 


F54 


4-nPM-pipa 


F55 


4-nPr-1-pipe 


F56 


4-cHex-1-pipa 


5-CI-6-(2-HOCH 2 CHz-1-pipe>-3.Py 


F57 


4-nPM-pipa 


F58 


4-nPM-pipe 


F59 


4-cHex-1-pipa 


5-CI-6-(4-benzylamino-1-pipe)-3-Py 


F60 


4-nPM-pipa 


F61 


4-nPM-pipe 


F62 


4-cHex-1-pipa 


5-CI-6-(4-MeO-1-pipe)-3-Py 


F63 


4-nPr-1-pipa 


F64 


4-nPr-1-pipe 


F65 


4-cHex-1-pipa 


5-CI-6-(4-F-1-pipe)-3-Py 


F66 


4-nPM-pipa 


F67 


4-nPr-1-pipe 


F68 


4-nPr-1-pipa 


5-CI^(4-Et0 2 C-1-pipe)-3-Py 


F69 


4-nPr-1-pipe 


F70 


4-nPr-1-pipa 


5-CI-6-(4-H2NOC-1-pipe)-3-Py 


F71 


4-nPM-pipe 


F72 


4-nPM-pipa 


5-CI-6-(4-H0 2 C-1-pipe)-3-Py 


F73 


4-nPM-pipe 


F74 


4-cHex-1-pipa 


5-CI-6-Et0 2 CCH 2 NH-3-Py 


F75 


4-nPM-pipa 




! F76 


4-nPr-1-pipe 


F77 


4-cHex-1-pipa 


5-CI^H 2 NOCCH 2 NH-3-Py 


F78 


4-nPr-1-pipa 




F79 


4-nPM-pipe 




F80 


4-cHex-1-pipa 


5-CI-6-H0 2 CCH 2 NH-3-Py 


F81 


4-nPM-pipa 




F82 


4-nPM-pipe 
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No 




Ar 


F83 


4-cHex-1-pipa 


5-CI-6-(1-pipa)-3-Py 


F84 


4-nPr-1-plpa 


F85 


4-nPr-1-pipe 


F86 


4-cHex-1-pipa 


5-CI-6-(4-MeOCH2CH2-1-pipa)-3 

-Py 


! F87 i 


4-nPr-1-pipa 


F88 


4-nPr-1-pipe 


F89 


4-cHex-1-pipa 


5-CI-6-(4-HOCH 2 CH2-1-pipa)-3- 

Py 


F90 


4-nPr-1-pipa 


F91 


4-nPr-1-pipe 


F92 


4-cHex-1 -DiDa 


5-CI-6-(3-HOCH2-4-Me-1-pipa)-3 

-py 


F93 


4-nPM-pipa 


F94 


4-nPM-pipe 


F95 


4-nPM-pipa 


5-CI-6-(3-oxo-1-pipa)-3-Py 


F96 


4-nPM-pipe 


F97 


4-cHex-1-pipa 


5-CI-6-Mor-3-Py 


1 COO 


4-n rT-i -pipa 




it_nPr-1 -nine 




4-cH ay- 1 -di oa 


5-CI-6-(2-HOCH2-Mor)-3-Py 


F101 


4-nPM-pipa 


F102 


4-nPM-pipe 


F103 


4-cHex-1-pipa 


o 


I F104 


4-nPr-1 -oioa 


F105 


4-nPM-pipe 


F106 


4-cHex-1-pipa 




rivf 


ii-n Pr- 1 - n I na 


\ F108 


4-nPr-1-pipe 


F109 


4-cHex-1-pipa 




F110 


4-nPr-1-pipa 


F111 


4-nPM-pipe 


F112 


4-cHex-1-pipa 


/K C ' ^ 

-Q-N>OH 


I F113 


4-nPr-1-pipa 


F114 


4-nPM-pipe 


F115 


4-cHex-1-pipa 




F116 


4-nPM-pipa 


F117 


4-nPM-pipe 




F118 


4-cHex-1-pipa 




F119 


4-nPM-pipa 




F120 


4-nPM-pipe 


HO- 7 


F121 


4-cHex-1-pipa 




F122 


4-nPr-1-pipa 




F123 


4-nPr-1-pipe 





7 2 ffifE# 2003-3010154 



#2002—010413 



[0 10 7] 
[313 4] 

R YV H 

C, -\i ° 



No 

G1 



G2 



G3 



G4 



G5 



G6 



4-cHex-1-pipa 



4-nPr-1-pipa 



4-nPr-1-pipe 



4-cHex-1-pipa 



4-nPr-1-pipa 



4-nPr-1-pipe 



Ar 

NMe 2 



-N 




G7 



G8 



G9 



4-cHex-1-pipa 



4-nPr-1-pipa 




4-nPr-1-pipe 



OH 



G10 



G11 



G12 



4-cHex-1-pipa 



4-nPr-1-pipa 




4-nPr-1-pipe 



OMe 



G13 



G14 



G15 



4-cHex-1-plpa 



4-nPr-1-pipa 



4-nPr-1-pipe 



O^ 0 
N 



OH 



G16 



G17 



G18 



4-cHex-1-pipa 



4-nPr-1-pipa 



4-nPr-1-pipe 



O^O 
N 



OMe 



G19 



G20 



G21 



4-cHex-1-pipa 



4-nPr-1-pipa 




4-nPr-1-pipe 



OH 



G22 



G23 



G24 



4-cHex-1-pipa 



4-nPr-1-pipa 



4-nPr-1-pipe 



-eft, 

OMe 



G25 



G26 



G27 



4-cHex-1-pipa 



4-nPr-1-pipa 



4-nPr-1-pipe 



G28 



G29 



G30 



4-cHex-1-pipa 



4-nPr-1-pipa 



4-nPr-1-pipe 



O-xOMe 
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No 


R J 


Ar 


G31 




3-$PP-4-(2-fcK 

p*->xh*S/)7x=rt, 


G32 


1 - J**/Mfn— A»-3 — OU 


G33 




G34 




G35 


4-HJ^;U*P^Ty— ^-2 — OU 


G36 




I G37 


2-/wiw/— *-6— 


G38 




G39 




G40 


4 - 1 H - ofZW—JV ~ 2 — ivu 


G41 


2— 1 h— <s$*V— ju— 4— <;u 


G42 


i h - -f52V— ;u- 4 - -r;u 


G43 


5— y^JUWV^Tl/ — JI^—3— «f Jl* 


G44 




G4S 




G46 




3-^PP-4-(2-tK 

p*->xMr*»?x_;i, 


G47 


5-^;w-i H-e^*/— ju-3-*ou 


G48 


1— iH-ifW— ;i/-4-w/u 


G49 


1 -/wu— m— tfjy— ;i/-3— ou 


G50 


5-y?JI/-1. 3, 4-^7^71/— Jl, 
-2 — OU 


GS1 


5-^;U-1. 3. 4-^-4r-9"2?7*/— JU 

-2 — r;i/ 


GS2 


B-J»*A»— 1H— 1. 3. 4-HJTVT— ;u 

-2— ou 


G53 


1H-1, 2, 4-MJ7!/— JV 

-3— f;u 




G54 


S-^U-1. 2. 4-*7$?7 % /— Jl* 

-3— f;w 




G55 


1. 2. 4—*7&7 % S— ;i/ 

-5 — OU 
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No ! 


R 1 


Ar 


G56 


5-y^-1. 2. A-**rW7 % J—)l> 

— 3— <;u 


3-^PP-4-(2— tK 

• 


G57 


3-J***-1. 2. 4-^-4r"9-i>Tl/— ;b 
-5— OU 


G58 


1H— 1. 2, 3- KIT*/— fl* 

—4 — OU 


G59 


4-^;W— ¥7 % /— /U-2— Ol> 


2-/MrS'tfUv>-4- 


G60 


4-$p a^7 % /— )l>-2 —<)l> 


G61 


4- MJ^JM-n^JU-^TV— ;i/ 
—2— ou j 


G62 


4-^;l/-5 l 7!/— JI/-2-- 




G63 


A-JJUWFTV"- ti-z — OU 


G64 


4 - A-3fO/^ jU-^T*/— /U 
-2.--OV 


G65 




3-^PP— 4-(2->h 


G66 


4-$pp^tV— ;u-2— <;u 


G67 


4-mj?jM-p.*^1'-^7V— ;i/ 
—2— r;u 


G68 


4-.wu-*7 v /-ju-2— r ju 


3-^PP-4-fcKP4r 


G69 


4 -^p o^ti/— 2 — r )\> 




G70 


-2 — r;u 
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